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(54)Title: CARBOXYLIC ACID DERIVATIVES AND DRUGS CONTAINING THE SAME AS THE ACTIVE INGREDIENT 




(57) Abstract 

Compounds represented by general formula (I), nontoxic salts thereof or hydrates of the same; and peroxisome proliferator-activated 
receptor regulating agents containing the same as the active ingredient, wherein each symbol is as defined in the specification. Because of 
having an effect of regulating PPAR receptor, the compounds of the general formula (I) are useful as hypoglycemic agents, Hpid-lowering 
agents, preventives and/or remedies for diseases associating metabolic errors (diabetes, obesity, syndrome X, hypercholesterolemia, 
hyperlipoproteinemia, etc.), hyperlipemia, arteriosclerosis, hypertension, circulatory diseases, overeating, ischemic heart diseases, etc., HDL 
cholesterol-elevating agents, LDL cholesterol and/or VLDL cholesterol-lowering agents and drugs for relieving risk factors of diabetes or 
syndrome X. 
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•c*s*i*ft#t&i±, ffina-jRS: (i-2) -?7F2tiz> it&® z m&&ftT \z 

io mn<vi]&'?ft%i z\ktf-e%z 0 

frm&xzmm&u&z&ftu z.tib<DBu&z&^mz>ztizx*), aw 
1 + h *%mit&m ims, cms*.*. 

&$uz t ®% \z from&tfi iztmx § h mx$>ti\miz g£ $ *. \tr. 

W. Greene, Protective Groups in Organic Synthesis, Wiley, New York, 199lCffiifc& 

20 7 ? y LTIi, ^>y;vt^r y*J^'-^i, t -7r-*v#;l/ 

S^WlCJttliTi 4^"C*it»f*f KR3£$*14V> 0 flRifT. W. Greene, 
Protective Groups in Organic Synthesis, Wiley, New York, 199UC|fi^? ^L/c & (Off 
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(n) > (m) , (iv) , (v) &XV (vD T^fi&it^mt. t 

Wz-\f, (n) 2- (5->f-^-2-7x 

-^^7-^-4-^1/) x ? y - ;H±J. Med. Chem., 41, 5037-5054 (1998) 

«x.if, HRA (iv) , (v) (vi) ftMfc£% filar oa£ 

io Ri i-i :«K?*ifc*Bi**fcii^^*^Mfe; 
A^-i : m^t^liC l ~47)\s*u>&; 

A4-2 : _c 1 ~4T;i/^rU>-0-^5fcli-C i-47;^u>-s- 

TMSCN: h'J^f^y'Jil/yJ-K; 
15 P h 3 P I h U 7z-H^7-f > ; 

ADDP: l, l* - (7 vfcf^'Jv>o 
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SlDlgS 1 



rHft fflS1-*Wittigf*ig, 

— r3 Homer-Emmosj&H 
A 3 " 

(vn) 



R 8 R 9 

\ / 

rH-i*/^ (CH2)o- 2 -C-COOH 

A (vni) 



(IX) 



R 8 R 9 

,-C-COOR 71 



R 1M 



ri- 



R 8 R 9 
(CHaJo-i-C-COOR 7 " 1 



R 8 R 9 
(CH^-C-COOR 71 



(X-l) 



(X-2) 



R 8 R 9 
A^-C-COOR 71 



(V-l) 
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£3&DB£2 



(xi) (xn) 



R ii.i .(CH^-OH R»-^/ (CH ^-" OH 

aeega, Y>R 3 ■^ ny ^ V^" R3 

(xrv) (xv) 

ZIP* „„, .(CHJ^-R'O ""VcOOB- 

*vMb R 3 (xvn) 

V R 

(XVI) 

011-1 A^-C-COOR 7 " 1 

(V-2) 
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(VI) 
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*mmm+o&Ri&Kis»x, Bu&£f&mmm<omm^&, mm 

Titz tt«EET K£ It * v 'J * V* it: * s s* * v> tz 

vf/57^-Jfcttft», fS*SJ H ^o#£fcJ:0tt»1-a;Lfc**-e£a a fit 

<o&, 7 xwmsnitir^ > (f h7^w^ 

10 -«7A, Mif-IUTS tf-frT^y, WW§>, v^o^>^;U 

7 t v W y- x ^BEffl, * * > * 

t \mTonmxmm s ftfco 

PPAR a 7=f-* hfgte, PPAR7 7rf-X h®tti5«tO f P P AR £ Trf 
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&<omm 

5 y h\ ££{iTwo-'W 7'J v Ky^fA«t^otv^^S^ftfflL/;o 
>^v>**-- tr (TK) ^u^-^~%mr<0)u^y^y— tfitfs^S&S 

^*-£LT, PicaGene Basic Vector 2 St^W >^H±, # * n ^ No. 

309-04821) ^^^717- tf^itjUirfSr^J *) tii U T K^n^e-* -£ & 
OpTK^ (?n>r^tt, ijfuy No. 6179-1) ^^^ft/h^yn^E- 
10 UTK7n^-^- (-105/+51) $ETOJVy7x7- fiUs 

^§§3H?*- pTK-Lu c. WL/c. TK7nt-^-J:H;p<o 
S^WC^^Ga 1 4§6?>IfrgrER UAS^4 0^f)igL^>^ 
@B?!l£i? At, 4XUAS— TK— Lu c. **t£gU U#-?-m.iz 

15 b#ij#^i : g a i 4m&fc&w.mm*)&uzx->^y*)— mm 

5'-T(CGACGGAGTACTGTCCTCCG)x4 AGCT-3' 
gfGa 1 4®e<7)DNAig^^7>;u^^v;^S«rt^#:ii p 

P AR a > 7 ttzl±$%®te<DVXym&mi&im&2*ttz**?%®fr% 
6 ^ 9 -*VXT<D± 7 KflEjfc L/Co "f & PicaGene Basic Vector 

20 2 (j$q D n£, jfulM^tt, ij 9 U if No. 309-04821) 

m&<DztiK$.mL?z 0 

G a I 4ge<7)DNAif£^ist 1#@^£> 1 4 7f SJT*(7)7 5 J §£0££!j 
£rr- Ki-^DNATittct FPPARo, y £ £li£##69 V K»^« 
25 «c£n- K1--5)DNA^7U-A^t «t ? ICli^LT, PicaGene Basic Vector 2 
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ify Ym&m.<D7 \ J 3mK\t S V - 4 0 T-antigenE&5fc«*Mr v 

A l aProLysLysLysArgLysVa lGly (SMH?- 2 ) £ 

5 iV^fcU, >7^J.>¥0^v^Jl/-f->xtf TyrPro 
TyrAspVa lProAspTyrAl a (E^!l#-^3 ) t jgsR4?lL=J K 
> ZMtzmt h X i £ D N ASB^iJ 1 1 fc c 

thPPARa, rtitiid U KIS^® i LTfflv^cigjt 

fE^-g&£H;J\ R. Mukherjeek (J. Steroid Biochem. Molec. Biol., 51, 157 (1994)#BB) > 
10 ME. Green h (Gene Expression., 4, 281 (1995)#fl3) , A. Elbrecht<b (Biochem 
Biophys. Res. Commun., 224, 431 (1996) # M t tz \± A. Schmidt h ( MoL 
Endocrinology., £, 1634 (1992)#$0 \,Z=ffi.Ztltz\Z Y P P A R$&fo<D%&\m 

thPPARa Kig£ig&: S e r^-Ty r«>8 
15 fchPPAR7';*r> Ktt#«i* : S e r "6_t y r 478 
HhPPAR^'jr/ K«-&«* : S e r »39_T y r*H 
(t: h P PARyifm t: h PPAR7 2§f#-CliS e r 204-T y r 506 

T^<> PP ARU#> K*&<^#*fc&L 
20 fcGa UlfiODNAfi^f*, l#§tf»<b 1 4 7#i$-COT5 y$E?!| 
£ n - K+ £ D N A & ? * - 4 W^xmm L 

2) tbPPARa, 7 J/:li«#»>/;^y7x7-b77-b^ 

;M<;3^^-mii (DM EM) K^jjS&jfiLif (GIBCOBRLtt, * ? D 
25 ^ No. 26140-061) fcfeftft 1 0 J: n l,zmML, 5 OU/ 
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m l ©/<zyV >Gt 5 0 fx g/m 1 <OWSSt^ V V~fY^4 v >£inx.£igjtii 

U#-*Htfc?\ G a 1 4 -PPAR5&£^*-©pjDNA*?&±flU6 
W^Al-^> h7^7i^va >KR*U Hlfifc^i&l 0 cm dishK2 X 

5 1 OSceUsSSLTiSi, JflLfflfSr^^ £v»*&ifi?-llffi^fl:£JftL*:&, mm 
Mil Oral %mZ.tZo V*°-9 -m&l-l 0^ g. Gal 4-PPARM^ 
9 9 -0.5 ft g tUpofectAMNE (i§ n a q£, GIBCOBRLtfc, * 9 No. 18324- 
012) 50/i I £ «£ < mi U ±ffiJ£gdish«ljn L£„ 3 7 t:^#^ 5-6 
TOiclt, 10ml (DmfW^Skm (GIBCOBRLtt, * 9 O ST No. 26300-061) 

10 2 0 %*£tr«tt*iHl*.fc. 3 7 ICT-I*** Lfcfc, fflfe* h 'J 7v yfeM 
IZ X o T#f!t£-£, 8000 cells/ 10 0ml DMEM- 1 0 %Jt#rlfiLT»/wellO|ffl 

'ta©2teftft*^tf*S&Wft^©DMEM- 1 0 %S*f«?#Tg:i 0 0 
M 1 «iJnL£„ 3 7tT4 2^«L »IB*»j»3ii\ tftl^oT^ 
15 y7x7-«i^U;o 

PPAR aT=f-7. FfStttHLTIi, PPAR a ^LttIC^v7x 

7 -vmttvm^zmmt'c zzwsmsmtt&m* (Eat. j. 

Biochem., 232, 242 (1996) ; Genes & Development., lfl, 974 (1996)#JB) 10// 
W^>^ ->7x7 — ifffitt * l.Ot L 1 1 <o#$59Ht£*f0.3/K M^»Offi 
20 *HS1££a2 lC^Lt, 

PPAR/7^ hiStefcHLTIi, PPAR7 CWLT||igi:;i'y7x 

HMtWJS'fk^rtfc Yu7*)9 % /y (CelL, S2, 863 (1995), Endocrinology., 122, 4189 
(1996)iS X Xfj. Med. Chem., 22, 665 (1996)#i&) 1 0 n WfcWftW ">7x7- 

25 -t£f&t£ £ l.ot Ltz t % <r>*%wit&&i.on Mmi}m<nmtm®.zwi 2 2 

PPAR5 7=f-^h^lcKLTIi, ft£»fc££&v*j&&©**igjj|jL 
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m 1 





mm®. 


mmmz (5) 

IPJ2 (1 1) 
»0|J2 (12) 


2. 1 

0. 8 

3. 2 

1. 7 


^2 2 

PPAR7 7=f-* hMtt 






^jfc0O2 (12) 


1. 4 
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m2 3 

P PAR S 7^-7. hfSS 





ftft (|iM) 
0 1.0 10.0 


Hifcfll 2 (2 2) 
HJ&0U2 (9 3) 
Hifcfl)6 


1.0 9.3 6 6.7 
1.0 3 6.1 5 4.7 
1.0 11.9 61.6 



mmKAyfT^^T, (1»7E) £ 7Mffi (#E3 5 ~4 0 g) tAft, & 

%RRttiB (00) > HlfflK^ira^m (hV^V-fe'J K (TG) 
ft) Kgo*< »a-lt*ff4v\ SB J: HHS, #*»ffc*to*0.03% (w/w) 
#tflWk *> L < tt»5MI«-€-0 4 O-CflffLfeo 3 0 §013 :00lC$]fii£ 
fr&'v\ jftjfffu TG<I*jfliJ5EL£ 0 IS*4:^2 4 fc^to ^Mfin 
10 > Fn-^ , 4cft99fl:Mff (0.03%-fk-&»Sr-g-tr»*fifl-) 



£2 4 





JfilfiMI (mg/dl) TGH (mg/dl) 
3B 30 


3 > h n — ;i/ 

l«2 (1 2) 
rlH38.9mg/kg/day (&JMI) 


495 + 35 558 + 107 
214±19* 221 ±66* 



* : p<0.01 vs n > r n - ;V (1 §£7E) 
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jM4« 3 V X r a - ;t/£ i Dfjfli^llSi&T^ffl : 
itteSDyyh (1*7E) *6attTAWSU v>^;^-v(CT, 1® 

IRI^B (OS) 9:0OfC£M*£lfc&U #fi, Jfofll&K (hU^'J 
5 -b'J K (TG) ffi , (NEFA) , ^l/7tn-^ (TC) H 

£J:*##»t ! MTfcv\ #^7>~^-0»BIII*ft/M»tcL7t« SB, 17:00 
«H^k^*o.5%*;i/'K+^^f-;Hr;WD-x (CMC) ymmzxfem 
MPi£#L, rawfcffini/xf n-*,*: Of-* /t-a. cRF-m* 

^lC5.5%t:-^7f*. 1.5%3l/Xfo-;K 0.5%3-;i/^^^L7t i <D) 

10 £&L£o 

(TG, NEFA, TCH) *«|jfcLfc. IS*fc£2 5 fcjjr*". ^ffcW 
tt^fil 0mgX3/k g/day^P&#£ff£o£o jSfftlisV 
hn-ju* (0.5% CMC 6J:^<l:^jit4»lifT|«41 
15 v^iEfe^^^^ofco 



ic2 5 





TC€ TGI NEFA-fit 
(mg/dl) (mg/dl) (^Eq/I) 


&%0I2 (12) 


188±5 147±9 489±66 
70±5" 100±14* 178±14" 



* : p<0.05 vs 3 > h n - ;i/ (1 |£7E) 
" : p<0.01 vs3>fo-;i/ (1|£7E) 
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5 mm 

7K»{±> PPAR5fc£fc*«»**ttffl*#LT*»K JJMffcTSk USE 

£«oftiwi*&jfc. lesjBjfiuc." immiu& me, «hm«cu 

10 ^jM^^E^^TOiJi^/^/cfi^M, HDL3Wn-/H^||, 
LDL3P7rD-n^tF/J^liVLDL3^fn-JKDW|, US 
1H* v > Kn - A X © 'J X ? 7 r * * -g&#J t L T ©iSffi $ *i* • 
2£> HKS (I) -?7F:ZtiZ*%mitit®. %iit><Dim®&> tsiTJF* 

tib<D7mmm^? P ar « rrf-x hWiDf/itiippARrr^ 

15 -xn^fflttuv^^ iMffcTak met^u mm, ->> 

HDL3Wn-^±|^I, LDL aUXTXn-frjsXV/ttzit 

tib <D jmygiiP P AR 8 LT v>£ fcj6, HDLnWf 

25 n-;u±#^, *iiKJ:*»JR^|^|||?plW^-?-(7)^ J3iK<&T#J^lGl*i 
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mm 

10 /;l±IPiP«S4?Wo 

ftai*n«KJ:>7i*& 

i§1f5\ J£A— A*fc»K lSltco#, l mg rf»<b 1000m g £>f£ffl-*\ 
1 H l®frh®.mmu$&-2tiZ1>\ ifcli*A-A*fctK llslfco^ o.l 
mgHl 00mgO$&HT\ 1 B 1 @*&&@#Sn«t£ (#£L<{i, & 
15 ifcJil B lB#BI*e>2 4«Fffl©«fflT»|fcrtK#|££ 

So 

mu^otztb(Dmmmmmi^ mm, *7±*m* tm, mm. 
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mnmmM 7w?*ym) %tm&zn, *ttcttoT 

mm. mam* %im* imm. mm. mtm, mmm*^ 

#Uf l^^'J a-JK 3-* S-frOloturKs-z-frWTtekTfZtlhV) 

tzim(omi£®mLxmmi-z> zti>-?zz> 0 

-%mzx *)Hkij$ti2>tt.mmL m*m* wlx%l t.~?v 
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»JOSat^j£li^X.Jf*a#^ 2,868,691 X ^^3,095,355 ^iZWl 
5 <Ef?atv^ 0 



15 

3-* h + y^ h+^vXT^ft K 



20 3-tKn^y^>X7^fbK (2 0g) . ^DD^fjMf;Px-rji« 
(25ml) is <fc tfvM V yn tf;Ui^;i/T 5 > (114ml) h7tK 
n75> (30 0ml) i^IfiCtlil^Lto 
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i) u TwfflB&mti-zmmite® (2 3 g ) zmz* 

TLC:Rf 0.65 {^^y I Bfc$x-^=3 ; l); 

NMR (CDC1 3 ) : S 9.98 (s, 1H), 7.42-7.56 (m, 3H), 7.30 (m, 1H), 5.24 (s, 2H), 
3.50 (s, 3H)o 

5 

3-^ h**s* Y^i/^yv^T)Vu-)V 




10 

jMHtT^S-^A 'Jf">A (690mg) Ofh5tFo77> (60 
ml) BiSSK^tWltlfiLmil (3.0g) <Dxh7tKn7 7> 
(4 0ml) »«*Jflx., Him"? 3 0#Bli6#Lfc o 

15 fcftJBLfc. S8*^'J*^»7A^D7 F^77-f- (^*-9->:&$ 
x^-ji/=3 : 1) -eflNRU TB®imz%tz>mmik&to (2.5 g) *#fc„ 

TLC :Rf 0.39 (^^^ I fi^BfeJC^->U= 3 : 1); 

NMR (CDCI3) : 5 7.25 (t, J = 7.5 Hz, 1H), 7. 10-6.95 (m, 3H), 5.20 (s, 2H), 4.70 
(d, J = 6 Hz, 2H), 3.50 (s, 3H), 1.75 (t, J - 6 Hz, 1H) 0 

20 

3-^ b^vpt h^y^>^7"n' K 
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##00 2 t*SUk L tzilG® (2.48 g) SXlfh')?*. -)\s**7 4 > (4.64 g ) 

(KWct^v (i50mi) mmzm^imm (7.34 g ) zm*.. ^a-?3 o 
^jr.^;i,= 5 : i) -?mmi. Ttz®&m%?z>mmit&® (4.4i g ) m 

TLC : Rf 0.71 : S^^;i'=2 :i); 

10 NMR (CDC1 3 ) : 6 7.25 (t, J = 7.5 Hz, 1H), 7. 10-6.95 (m, 3H), 5.20 (s, 2H), 4.45 
(s, 2H), 3.50 (s, 3H) 0 



2- (3-^ b^ri/^ h^/7x-;v^f;i/ft) • ^ 

15 



#fi3TljtL/dt^I (4.41 g) , ft^'Jn-^^ (1.5ml) , 
^*V-7A (2.45g) fcitfa-MbrfrV^ (2 5 Omg) <7)T-fe h - b V ;U 
20 (5 0ml) !iM£3B^S»!L*:o SODil^M^&U 5&£M$&L 

5:1) -CffilSU TiBWI£#t£^Mtt-&t> (2.81 g) 
TLC : Rf 0.57 (^^^ > I ft$X^= 2:1); 

NMR (GDa 3 ) : S 7.25 (t, J = 7.5 Hz, 1H), 7.05-6.90 (m, 3H), 5.20 (s, 2H), 3.80 
25 (s, 2H), 3.75 (s, 3H), 3.50 (s, 3H), 3.10 (s, 2H) e 
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2 - (3 — t Kn*'>7x-WW*) Bfegg • ^f^wcx-f^ 



4 "CSat Ltiit&to (2.81 g) O^^/-^ (20ml) «K 4 N- 
»vt^>?§« (11ml) £SD;U mfi?3 0»H«#L?t, RjG&ig 
^«tS:ft« Lfco 'J * **** 7A^n7f^77^- > : 

»f^=5 : 1) -e*StS£U TfB»tt*t^1-*««'fb#« (2.16g) 

/Co 

1LC:Rf 0.45C\^-9"> I WfM^)^=2 '.!)', 

NMR (CDC1 3 ) : S 7.20 (t, J = 7.5 Hz, 1H), 6.90 (d, J = 7.5 Hz, 1H), 6.85 (d, J = 2 
Hz, 1H), 6.75 (dd, J = 7.5, 2 Hz, 1H), 5.05 (s, 1H), 3.80 (s, 2H), 3.75 (s, 3H), 3.10 
(s, 2H) 0 

mm 

2- (3- (4- (4-*f-*7xSiU) f-7 , /-^-2-'fW 7 
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#fifl5«L/:M (0.30 g) *&it*?-]s> (10ml) K»#U 
2-tKn^y^f;i/-4- f-rV-Jl/ (0.34g) isX 

0^h>j7x-;^7^ (o.44g) g.f&-?5frrm&Ltz 0 £Jfo& 

5 r -ryy*;i/**-;wv?e^'j^> (o.56 g ) *flo*t\ 

- (^Mf> : ft»x**=i o : l) -cflffiu TE«i^tt^«i 

10 <t£^ (0.51 g) £#fc 0 

TLC :Rf 0.56(^*"9"> : ft»xf-^=3 : 1); 

NMR (CDa 3 ) : 5 7.79 (d, J = 8.2 Hz, 2H), 7.44 (s, 1H), 7.22-7.30 (m, 3H), 
6.91-7.05 (m, 3H), 5.42 (s, 2H), 3.81 (s, 2H), 3.72 (s, 3H), 3.08 (s, 2H), 2.39 (s, 3H) Q 

15 mm m zzMMm a 3 ?^ 

20 ^gjjfcWl (1) 

6- (3- (4- (4-^;W7x-;v) f-r 2 ->f )V* y *v) "7 
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H 3 C 




CH 3 



TLC:Rf 0.75(^*"9"> : »Blxf^=2 11)1 

NMR (CDCI3) : S 7.48-7.66 (2H,m), 7.43 (1H, s), 7.28-7.10 (3H, m), 6.88-6.72 
5 (3H, m), 5.41 (2H, s), 3.66 (3H, s), 2.59 (2H, t, J=8.0Hz), 2.39 (3H, s), 2.30 (2H, t, 
J=7.5Hz), 1.74-1.46 (4H, m), 1.45-1.16 (2H, m)o 

m m (2) 

5- (3- (if7x^-4 -<(ju* h*?/) 7i-*) ^y?y& - ff-)v 

10 x^f^ 



TLC:Rf 0.57 (^^^ I ftRxf-^= 4 : 1); 
15 NMR (CDCI3) : 5 7.30-7.62 (m, 9H), 7.20 (m, 1H), 6.77-6.83 (m, 3H), 5.08 (s, 

2H), 3.64 (s, 3H), 2.60 (t, J = 6.8 Hz, 2H), 2.32 (t, J = 6.8 Hz, 2H), 1.59-1.66 (m, 
4H) 0 

mmmi (3) 
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4- (3 - (tf7j^;i/-4->f;l^ h*v) 7x-;l/) • 




TLC:Rf 0.65(^W> ! ft®?x^;i/=3 II); 

NMR (CDC1 3 ) : 8 7.57-7.64 (m, 4H), 7.31-7.53 (m, 5H), 7.22 (m, 1H), 6.78-6.87 
(m, 3H), 5.09 (s, 2H), 3.66 (s, 3H), 2.64 (t, J = 7.5 Hz, 2H), 2.33 (t, J = 7.5 Hz, 2H), 
1.96 (tt, J = 7.5, 7.5 Hz,2H)o 

4- (3- (4- (4-^f;i'7x-;l/) f-TV-fr-l-J fr* Y*i/) 7 



15 




TLC :Rf 0.59 : gfc$xf-;W=3 : 1); 

NMR (CDCI3) : S 7.79 (d, J = 8.0 Hz, 2H), 7.44 (s, 1H), 7. 18-7.26 (m, 3H), 6.81- 
6.87 (m, 3H), 5.41 (s, 2H), 3.66 (s, 3H), 2.64 (t, J = 7.5 Hz, 2H), 2.39 (s, 3H), 2.33 
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(t, J = 7.5 Hz, 2H), 1.95 (tt, J = 7.5, 7.5 Hz, 2H) Q 
mm (5) 

4- (3- (2- (5-^ffl/-2-7i-Wt s /-^-4->f^) x h 
5 ysc-fr) 79y&- *+)\<x-X7-)\< 




TLC:Rf 0.39(^*V-> l S^f^=3 : 1) ; 
10 NMR (CDCI3) : S 7.98 (m, 2H), 7.38-7.46 (m, 3H), 7.17 (m, 1H), 6.72-6.77 (m, 

3H), 4.23 (t, J = 7.0 Hz, 2H), 3.66 (s, 3H), 2.98 (t, J = 7.0 Hz, 2H), 2.60 (t, J = 7.5 
Hz, 2H), 2.38 (s, 3H), 2.32 (t, J - 7.5 Hz, 2H), 1.93 (tt, J = 7.5, 7.5 Hz, 2H) 0 

mmmi (6) 

15 6- (3- (2- (5-^f^-2-7x-WHV-il/-4-^l/) 




20 TLC:Rf 0.51 (^^> I ffi||xf^= 3 : 1 ) ; 

NMR (CDC1 3 ) : 6 8.04-7.92 (2H,m), 7.50-7.36 (3H, m), 7.16 (1H, t, J=8.0Hz), 
6.80-6.60 (3H, m), 4.23 (2H, t, J=7.0Hz), 3.65 (3H, s), 2.98 (2H, t, J=7.0Hz), 2.56 
(2H, t, J=7.5Hz), 2.38 (3H, s), 2.29 (2H, t, J=7.0Hz), 1.75-1.52 (4H, m), 1.44-1.26 
(2H, m) 0 
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5- (3- (2- (5->f^-2-7x-J^^ft % /-^-4 — f;W) x|> 

5 

O 




TLC:Rf 0.28(^^r-9"> : ft^^;i^=5 : l); 

NMR (CDC1 3 ) : S 8.03-7.94 (2H,m), 7.49-7.36 (3H, m), 7.23-7. 12 (1H, m), 6.78- 
10 6.68 (3H, m), 4.23 (2H, t, J=7.0Hz), 3.65 (3H, s), 2.98 (2H, t, J=7.0Hz), 2.64-2.52 
(2H, m), 2.38 (3H, s), 2.38-2.26 (2H, m), 1.75-1.58 (4H, m)o 

2- (3- (3- (e7x-^-4-^f;^ h^rv) 7x-f) 7Dt>ft) 
15 ^^-)V^7.t-)V 




TLC:Rf 0.73(^*^> : Bfc$x?-;W=2 : 1); 
20 NMR (CDQ3) : 8 7.57-7.64 (m, 4H), 7.31-7,53 (m, 5H), 7.22 (dd, J = 9.0, 7.6 Hz, 
1H), 6.79-6.86 (m, 3H), 5.10 (s, 2H), 3.72 (s, 3H), 3.23 (s, 2H), 2.71 (t, J = 7.4 Hz, 
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mm o) 

2- (3- (3- (4- (4-^^-;I/7ji-;V) 




TLC:Rf 0.68(^*-9-> : gfc$J^;i/=2 II); 
10 NMR (CDC1 3 ) : $ 7.79 (d, J = 8.0 Hz, 2H), 7.44 (s, 1H), 7. 18-7.26 (m, 3H), 6.82- 

6.88 (m, 3H), 5.41 (s, 2H), 3.72 (s, 3H), 3.22 (s, 2H), 2.71 (t, J = 7.5 Hz, 2H), 2.64 
(t, J = 7.5 Hz, 2H), 2.39 (s, 3H), 1.92 (tt, J = 7.5, 7.5 Hz, 2H)o 

15 6- (2- (2- (5->f-;l/-2-7x^Jl/^-^-9-V*-^-4--f;W) xl> 
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TLC:Rf 0Jl(^4r^> : ftK^f-^=5 : l); 

NMR (CDa 3 ) : d 7.95-8.00 (m, 2H), 7.40-7.45 (m, 3H), 7.02-7. 17 (m, 2H), 6.81- 
6.89 (m, 2H), 4.25 (t, J = 6.4 Hz, 2H), 3.65 (s, 3H), 2.99 (t, J = 6.4 Hz, 2H), 2.56 (t, 
J - 7.8 Hz, 2H), 2.38 (s, 3H), 2.26 (t, J = 7.8 Hz, 2H), 1.46-1.76 (m, 4H), 1.22-1.45 
5 (m,2H) 0 

IMl (i i) 

2- (3- (e7x-^-4->fWh^y) 7x;;Mf^ft) 




TLC : Rf 0.56 > ] R-|fex?-;U= 3 I 1)1 

NMR (CDa 3 ) : S 7.57-7.63 (m, 4H), 7.34-7.52 (m, 5H), 7.24 (dd, J = 8.1, 7.7 Hz, 
15 1H), 6.87-7.00 (m, 3H), 5.10 (s, 2H), 3.80 (s, 2H), 3.71 (s, 3H), 3.07 (s, 2H) C 

2- (3- (2- ( 5 - ^f 2 - 7x-^t^t7-^- 4 - ^f Jl/) xf- 




78 



WO 99/46232 



PCT/JP99/01134 



TLC:Rf 0.36ev^MJ-> :»Rxf-/U=3 : l); 

NMR (CDa 3 ) : $ 7.95-8.00 (m, 2H), 7.37-7.44 (m, 3H), 7.20 (dd, J = 8.0, 8.0 Hz, 
1H), 6.87-6.90 (m, 2H), 6.80 (dd, J = 8.0, 2.5 Hz, 1H), 4.24 (t, J = 6.7 Hz, 2H), 3.77 
5 (s, 2H), 3.70 (s, 3H), 3.07 (s, 2H), 2.98 (t, J = 6.7 Hz, 2H), 2.37 (s, 3H) 0 

(13) 

5- (2- (2- (5-^fJl'-2-7x-Wty-;i'-4-^;i') i h 
7x- )V) • *1-)VX-7.t )V 



TLC : Rf 0.59 : ft^f ^= 2 '.!)', 

NMR (CDCl 3 ) : d 8.05-7.95 (m, 2H), 7.45-7.35 (m, 3H), 7.20-7.05 (m, 2H), 6.90- 
15 6.80 (m, 2H), 4.25 (t, J = 6.5 Hz, 2H), 3.65 (s, 3H), 3.00 (t, J = 6.5 Hz, 2H), 2.60 (t, 
J = 7 Hz, 2H), 2.40 (s, 3H), 2.25 (t, J = 7 Hz, 2H), 1.80-1.45 (m, 4H) Q 

Sffifl l (14) 

6- (2- (4- (4->Wi-^) f7y-;i/-2-^;Mh^y) 7 
20 s\**)->&- M-fra-^Tfr 



10 
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TLC:Rf 0.55 : ft^if^=5 : 1); 

NMR (CDCI3) : S 7.79 (d, J = 8.0 Hz, 2H), 7.44 (s, 1H), 7.24 (d, J = 8.0 Hz, 2H), 
5 7. 15-7.22 (m, 2H), 6.91-6.98 (m, 2H), 5.42 (s, 2H), 3.65 (s, 3H), 2.73 (t, J = 7.6 Hz, 
2H), 2.39 (s, 3H), 2.32 (t, J = 7.4 Hz, 2H), 1.61-1.77 (m, 4H), 1.38-1.50 (m, 2H) 0 

2- (3- (3- (2- (5-^f^-2-7x-fl/tW-Jl'-4-'f^) 




TLC : Rf 0.29 : &ftx?-*=4 II); 

15 NMR (CDCI3) : 5 7.95-8.00 (m, 2H), 7.40-7.46 (m, 3H), 7.17 (dd, J - 8.1, 8.1 Hz, 
1H), 6.72-6.77 (m, 3H), 4.23 (t, J = 6.8 Hz, 2H), 3.71 (s, 3H), 3.22 (s, 2H), 2.98 (t, J 
= 6.8 Hz, 2H), 2.67 (t, J = 6.8 Hz, 2H), 2.63 (t, J = 6.8 Hz, 2H), 2.38 (s, 3H), 1.90 (tt, 
J = 6.8, 6.8Hz,2H) 0 

20 mm n e) 

2- (3- (2- (e7x^JP-4-^Jl/) xh^py) 7xZJMf^ft) 
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5 TLC:Rf 0.48 \^^y : gfc$J.f-;l/ = 3 I 1); 

NMR (CDa 3 ) : $ 7.53-7.61 (m, 4H), 7.30-7.47 (m, 5H), 7.22 (dd, J = 8.2, 8.2 Hz, 
1H), 6.78-6.92 (m, 3H), 4.21 (t, J = 7.0 Hz, 2H), 3.79 (s, 2H), 3.71 (s, 3H), 3. 14 (t, J 
= 7.0Hz,2H), 3.09(s,2H) o 

io mm a 7) 

2- (4-^no-3- (2 - (5 -^f-;W-2 -7j--;U^^t^V-;1'-4 




15 

TLC : Rf 0.41 (^^^ : ft8xf^=2 ! 1); 

NMR (CDCI3) : <5 8.00 (m, 2H), 7.50-7.35 (m. 3H), 7.27 (d, J = 8.0 Hz, 1H), 6.94 
(d, J = 2.0 Hz, 1H), 6.83 (dd, J = 8.0, 2.0 Hz, 1H), 4.30 (t, J = 6.5 Hz, 2H), 3.75 (s, 
2H), 3.71 (s, 3H), 3.05 (s, 2H), 3.05 (t, J = 6.5 Hz, 2H), 2.42 (s, 3H) Q 

20 

mm (is) 

2- (4-^nn-3- (4- ^7xx;i/) f-y V'-A- 2 ->f ;i/ 
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H 3 C 




TLC:Rf 0.61 : ft^f-^=2 : 1); 

5 NMR (CDC1 3 ) : S 7.78 (d, J = 8.0 Hz, 2H), 7.45 (s. 1H), 7.34 (d, J = 8.0 Hz, 1H), 

7.23 (d, J = 8.0 Hz, 2H), 7.11 (d, J = 2.0 Hz, 1H), 6.93 (dd, J = 8.0, 2.0 Hz, 1H), 
5.49 (s, 2H), 3.77 (s, 2H), 3.69 (s, 3H), 3.01 (s, 2H), 2.38 (s, 3H) 0 

mm (19) 

10 2- (3- (Vf7x-;l/-4->f -4-^nn7x-WW 




15 TLX: : Rf 0.62 (^*^ > : ft^^;i/= 2:1); 

NMR (CDd 3 ) : 5 7.70-7.35 (m, 5H), 7.58 (d, J = 8.0 Hz, 2H), 7.43 (d, J = 8.0 Hz, 
2H), 7.33 (d, J = 8.0 Hz, 1H), 7.03 (d, J = 2.0 Hz, 1H), 6.88 (dd, J = 8.0, 2.0 Hz, 
1H), 5.22 (s, 2H), 3.77 (s, 2H), 3.70 (s, 3H), 3.00 (s, 2H) 0 
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mm x (2 0) 

2- (3- ( (2E) -3- (li7i^-4-'fJl') 7*D^;i/**~» 7 




TLC:Rf 0.63(^^r-9-> ! g^®?-^^^ = 3 I 1); 

NMR(CDC1 3 ): $ 7.53-7.63 (m, 4H), 7.15-7.50 (m, 6H), 6.74-6.93 (m, 4H), 6.45 
(dt, J = 16.2, 5.7 Hz, 1H), 4.73 (dd, J = 5.7, 1.4 Hz, 2H), 3.81 (s, 2H), 3.72 (s, 3H), 
10 3.09 (s, 2H) C 

mm (2 I) 

2- (3- (3 - (b"7x-;i/-4-^;u) t*ojK4tv) 7x-;i/^f;^t) 




TLC :Rf o.66(^#-9-> : St^^;u = 4 : l); 

NMR (CDa 3 ) : S 7.19-7.61 (m, 10H), 6.79-6.92 (m, 3H), 4.00 (t, J = 6.2 Hz, 2H), 
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3.80 (s, 2H), 3.72 (s, 3H), 3.10 (s, 2H), 2.86 (t, J = 7.7 Hz, 2H), 2.14 (m, 2H) G 
mm (2 2) 

2- (3- (2- (5-^^-2-7x^^/^-4-^^) 
5 #v) 7x^;V) Wl&L* Jf-**-*?* 




TLC : Rf 0.50(^^r"9-> I |j=g£.x?-;l/= 2 : 1); 
10 NMR (CDC1 3 ) : S 8.00-7.95 (m, 2H), 7.50-7.35 (m, 3H), 7.20 (m, 1H), 6.90-6.75 
(m, 3H), 4.25 (t, J - 7Hz, 2H), 3.70 (s, 3H), 3.60 (s, 2H), 3.00 (t, J = 7Hz, 2H), 2.40 
(3H, s) Q 

iiflj (23) 

15 2- (3- (tf7x-fl/-4->T )V* M V W- 5 -4 ;M ^f-*) 




20 TLC : Rf 0.22 (gfc$xf-;l/ : > = 1 : 2 ) ; 

NMR (CDC1 3 ) : (5 8.32 (d, J = 3.0 Hz, 1H), 8.18 (d, J = 2.0 Hz, 1H), 7.70-7.30 (m, 
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10H), 5.16 (s, 2H), 3.81 (s, 2H), 3.72 (s, 3H), 3.06 (s, 2H)„ 

mm m (24) 

2- (3- (4* -yafcf;i/fcf7x-;t/-4->r ;M 7i-Wf^ 
5 Bfc$ • ^f-jwc^fA' 



TLC:Rf 0.65(^*^> : gfc&x-f ;i/=3 : l); 
10 NMR (CDC1 3 ) : S 7.60 (d, J = 8.4 Hz, 2H), 7.51 (d, J = 8.2 Hz, 2H), 7.49 (d, J = 
8.4Hz, 2H), 7.25 (d, J = 8.2 Hz, 2H), 7.24 (dd, J= 7.7, 7.7 Hz, 1H), 6.87-7.00 (m, 
3H), 5.10 (s, 2H), 3.81 (s, 2H), 3.72 (s, 3H), 3.08 (s, 2H), 2.63 (t, J = 7.4 Hz, 2H), 
1.68 (tq, J = 7.4, 7.4 Hz, 2H), 0.98 (t, J=7.4 Hz, 3H)o 

15 (2 5) 

2- (3- (4- (If 'J )V) 7xr;Mh^» 7 



H 3 C 




CH 3 
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TLC :Rf 0.50 (fc&^f-fr) 

NMR (CDa 3 ) : S 8.67 (d, J = 4.5 Hz, 1H), 8.66 (d, J = 4.5 Hz, 1H), 7.67 (d, J = 
8.6 Hz, 2H), 7.50-7.58 (m, 4H), 7.26 (dd, J = 8.0, 8.0 Hz, 1H), 6.80-7.01 (m, 3H), 
5 5.13 (s, 2H), 3.81 (s, 2H), 3.72 (s, 3H), 3.09 (s, 2H) 0 

mmm (2 6) 

2- (3- (4- (fcf'J s Jy-Z-4)V) 7i-;Mh#v) 7i-)Mf;l/ 



TLC : Rf 0.77(^^> :ftg£xf-;i/=l ; 9)1 

NMR (CDC1 3 ) : S 8.86 (d, J = 2.4 Hz, 1H), 8.60 (dd, J = 5.0, 1.6 Hz, 1H), 7.89 
15 (ddd, J = 8.0, 2.4, 1.6 Hz, 1H), 7.62 (d, J = 8.2 Hz, 2H), 7.55 (d, J = 8.2 Hz, 2H), 
7.38 (dd, J = 8.0, 5.0Hz, 1H), 7.26 (dd, J = 8.0, 8.0 Hz, 1H), 6.87-7.01 (m, 3H), 
5.13 (s, 2H), 3.81 (s, 2H), 3.72 (s, 3H), 3.09 (s, 2H) 0 

20 2- (3- (4- (1, 3 -y'iW>f>-5-^M 7x^Ml>*'» 
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CH 3 



TLC:Rf OAi(^*V> : fttfcx.f-A'= 3 :i); 

NMR (CDCI3) : S 7.54 (d, J = 8.4 Hz, 2H), 7.47 (d, J = 8.4 Hz, 2H), 7.25 (dd, J = 
5 7.9, 7.9 Hz, 1H), 6.86-7.08 (m, 6H), 6.00 (s, 2H), 5.09 (s, 2H), 3.81 (s, 2H), 3.72 (s, 
3H), 3.08 (s, 2H) 0 

2- (3- (4- (t''Jy>-2--f;i') 7x-;m 7 ^-frtj-p 

10 t*) gfc$ • ^f^f^ 



TLC:Rf 0.47 (^^r^> : ^x^;i/= 2 I 1) ; 
15 NMR (CDC13) : * 8.70 (d, J = 4.6 Hz, 1H), 8.01 (d, J = 8.6 Hz, 2H), 7.74-7.77 (m, 
3H), 7.54 (d, J = 8.6 Hz, 2H), 7.24 (m, 1H), 6.75-7.00 (m, 3H), 5. 13 (s, 2H), 3.80 (s, 
2H), 3.72 (s, 3H), 3.08 (s, 2H) C 

mm (2 9) 
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2- (5- (lf7x-^-4->f^ -2--bD7x-WW 




TLC:Rf 0.38(^^-9"> : »RxfA/=4 : 1); 

NMR (CDC1 3 ) : 5 8.14 (d, J = 9.0 Hz, 1H), 7.57-7.65 (m, 4H), 7.45-7.52 (m, 3H), 
7.36-7.45 (m, 2H), 7.08 (d, J = 2.8 Hz, 1H), 6.97 (dd, J = 9.0, 2.8 Hz, 1H), 5.22 (s, 
2H), 4.22 (s, 2H), 3.71 (s, 3H), 3.07 (s, 2H) 0 

mm L3_QJ 

2- (3- (e7x-^-4 — HrS0 -4 -— h n7i-WW 



15 




TLC : Rf 0.34 > : S^xfjl/= 4 11); 

NMR (CDCI3) : S 7.85 (d, J = 5.5 Hz, 1H), 7.53-7.63 (m, 6H), 7.42-7.48 (m. 2H), 
7.33-7.38 (m, 1H), 7.20 (d, J= 1.0 Hz, 1H), 7.01 (dd, J =5.5, 1.0 Hz, 1H), 5.31 (s, 
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2H), 3.83 (s, 2H), 3.71 (s, 3H), 3.00 (s, 2H) 0 

fan 

2- (3- (4- (1, 3-v ? ^^ , 9-'f>^>-4--f;W) 7i-)M h*v) 
5 7i-JMWi) • ^•^xjZ.r^ 



TLC:Rf 0.52(^4r"9-> : gt=$J^;l/=3 I 1); 
10 NMR(CDC1 3 ) : S 7.74 (d, J = 8.4 Ha 2H), 7.50 (d, J = 8.4 Hz, 2H), 7.24 (dd, J = 
7.8, 7.8 Hz, 1H), 6.80-7.09 (m, 6H), 6.02 (s, 2H), 5.11 (s, 2H), 3.80 (s, 2H), 3.71 (s, 
3H), 3.08 (s, 2H) 0 

mmm (32) 

15 2- (3- (2-7x-W/-;l'-4-'f;M h^fy) 7i-iMW 



20 TLC:Rf 0.38 > : BfcB^-^^ 4 II); 

NMR(CDC1 3 ) : d 7.92-7.99 (m, 2H), 7.43-7.48 (m, 3H), 7.32 (t, J= 1.0 Hz, 1H), 
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7.26 (dd J =7.9, 7.9 Hz, 1H), 6.90-7.04 (m, 3H), 5.27 (d, J = 1.0 Hz, 2H), 3.81 (s, 
2H), 3.72 (s, 3H), 3.09 (s, 2H) 0 

* mi (3 3) 

5 2- (3- (2- (5-J*fOV-2- (4-^f;i'7i-;l') -)l>- 




10 TLC:Rf 0.81(^^-9- > : gfcg|x^;p= l : 1); 

NMR (CDC1 3 ) : S 7.86 (d, J = 8.2 Hz, 2H), 7.25-7. 16 (m, 3H), 6.90-6.76 (m, 3H), 
4.24 (t, J - 6.7 Hz, 2H), 3.78 (s, 2H), 3.71 (s, 3H), 3.08 (s, 2H), 2.97 (t, J = 6.7 Hz, 
2H), 2.39 (s, 3H), 2.37 (s, 3H) 0 

15 Xmmi (3 4) 

2- (3- (2- (2-7x^)i/f77-^-4-^V) xKv) 7i-Jb 




20 

TLC : Rf 0.39(^^r-9-> I gfc$:c^;i,= 4 '. 1) ', 

NMR (CDQ 3 ) : 8 7.92-7.96 (m, 2H), 7.41-7.46 (m, 3H), 7.23 (dd, J = 8.4, 8.4 Hz, 
1H), 7.07 (s, 1H), 6.81-6.93 (m, 3H), 4.37 (t, J = 6.6 Hz, 2H), 3.79 (s, 2H), 3.71 (s, 
3H), 3.31 (t, J = 6.6 Hz, 2H), 3.09 (s, 2H) C 
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S ffifll (3 5) 

2- (3- (2- (5-^f-^-2- (4-MJ7^D.^f;V7xz;v) * 
5 )l> 




TLC: Rf 0.22(^^-9-> : g^^f"^=2 : 1); 
10 NMR(CDa 3 ): d 8.09 (d, J = 7.6 Hz, 2H), 7.69 (d, J = 7.6 Hz, 2H), 7.19 (m, 1H), 
6.89 (m, 2H), 6.8 (d, J = 7.2 Hz, 1H), 4.25 ( t, J = 6.5 Hz, 2H), 3.78 (s, 2H), 3.72 (s, 
3H), 3.09 (s, 2H), 2.99 (t, J = 6.5 Hz, 2H), 2.41 (s, 3H)„ 

mm (3 6 ) 

15 2- (3- (2- (2-7x-;U^4r^ v /-;l/-4->Y;W) x^y) 7x- 




20 TLC : Rf 0.40 > : gfc$x-^ = 3 11); 

NMR(CDa 3 ): 5 8.00-8.05 (m, 2H), 7.58 (s, 1H), 7.41-7.46 (m, 3H), 7.23 (dd, J 
= 8.0, 8.0 Hz, 1H), 6.81-6.93 (m, 3H), 4.29 (t, J = 6.5 Hz, 2H), 3.79 (s, 2H), 3.72 (s, 
3H), 3.09 (t, J = 6.5 Hz, 2H), 3.09 (s, 2H) 0 
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mum i (37) 

2- (3- (2- (5-***-2- (4-7WD7x-JH 



5 




TLC : Rf 0.62(^^r-^> I g^Sfif-;W= 1 I 1); 

NMR(CDC1 3 ): 8 7.96 (m. 2H), 7.06-7.24 (m, 3H), 6.91-6.74 (m, 3H), 4.23 (t, J = 

6.6 Hz, 2H), 3.77 (s, 2H), 3.71 (s, 3H), 3.08 (s, 2H), 2.97 (t, J = 6.6 Hz, 2H), 2.38 (s, 
10 3H) 0 

mm (3 8) 

2- (3- (2- (5-***- 2- (1, 3-'Wtf//>-5-^) 

15 




TLC : Rf 0.84C\*-9-> : K=g£x?-;i/= l ; l); 
20 NMR (CDCI3) : 5 7.52 (dd, J = 8.0, 1.4 Hz, 1H), 7.43 (d, J = 1.4 Hz, 1H), 7.19 (d, 
J= 8.0 Hz, 1H), 6.91-6.77 (m, 4H), 6.01 (s, 2H), 4.23 (t, J = 6.7 Hz, 2H), 3.78 (s, 
2H), 3.71 (s, 3H), 3.08 (s, 2H), 2.95 (t, J = 6.7Hz, 2H), 2.35 (s, 3H) G 
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mm (39) 

5- (3- (3- (5 - ^ f ^- 2 - 7x-;i/*n > /-^- 4 ->f ;V) *?U 



5 




TLC:Rf 0.64(^**)-> I ft®xfjl/=2 II); 

NMR (CDC1 3 ) : 8 8.00-7.95 (m, 2H), 7.50-7.35 (m, 3H), 7.20 (dd, J =8, 7.5 Hz, 

1H), 6.80-6.70 (m, 3H), 4.00 (t, J = 6 Hz, 2H), 3.65 (s, 3H), 2.70 (t, J - 6 Hz, 2H), 
10 2.60 (m, 2H), 2.35 (m, 2H), 2.30 (s, 3H), 2.15 (m, 2H), 1.70-1.50 (m, 4H)„ 

mm ® I (4 0) 

2- (3- (2- (5-^^)1-2- (4-^DD7x^V) t^^-y-;!,- 




TLC.Rf 0.83 (^^-9- > : ft^if^=2 : l); 

NMR (CDCI3) : S 7.93 (d, J = 8.8 Hz, 2H), 7.38 (d, J = 8.8 Hz, 2H), 7.27 (t, J = 
20 7.9 Hz, 1H), 7.06 (m, 1H), 6.92 (d, J = 8.0 Hz 1H), 6.82 (d, J = 8.0 Hz, 1H), 4.27 (t, 
J = 7.8 Hz, 2H), 3.88 (s, 2H), 3.70 (s, 3H), 3. 15 (s, 2H), 2.97 (t, J = 7.8 Hz, 2H), 
2.39 (s, 3H) 0 
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2- (3- ( 5 - > f il' - 2 - 7x^;l/t^rty-^- 4 - 'f h^rv) 7 




1LC:Rf 0.56(^*V> : &&J-1-P=2 : 1) 

NMR (CDC1 3 ) : 8 8.05-8.00 (m, 2H), 7.50-7.40 (m, 3H), 7.25 (dd, J = 8, 8 Hz, 
10 1H), 7.05-6.90 (m, 3H), 5.00 (s, 2H), 3.80 (s, 2H), 3.75 (s, 3H), 3.10 (s, 2H), 2.50 (s, 
3H) 0 

mm U-2J 

2- (3- (3- (5-^f^-2-7x-;i/i^tV-;i/-4-^;i/) yn 




'3 



tlc : Rf o.53(^4r-9-> :M^;u=2 : 1); 

20 NMR(CDa 3 ): S 8.00-7.95 (m, 2H), 7.50-7.40 (m, 3H), 7.25 (dd, J = 7.5, 7.5 Hz, 
1H), 6.95-6.75 (m, 3H), 4.00 (t, J = 6 Hz, 2H), 3.80 (s, 2H), 3.75 (s, 3H), 3.10 (s, 
2H), 2.70 (t, J = 7 Hz, 2H), 2.30 (s, 3H), 2.15 (m, 2H) 0 
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(431 

2- (3- (2- (5-^fJV-2-7x-;i/t^fty-Jl'-4-^^) 




TLC:Rf 0.48 (^+-9-^ : »Bft^^=3 : i); 

NMR (CDa 3 ) : 8 7.97-8.02 (m, 2H), 7.41-7.46 (m, 3H), 7.22 (dd, J - 8.0, 8.0 Hz, 

10 1H), 6.76-6.81 (m, 3H), 4.25 (t, J = 6.5 Hz, 2H), 3.64 (s, 3H), 2.99 (t, J = 6.5 Hz, 
2H), 2.38 (s, 3H), 1.55 (S, 6H) C 

mm (4 4) 

2- (3- (2- (5 2- (2-^f^7x-;V) 
15 4--f;i^) i^y) 7x-fl/^f;i/ft) ftK'^f^r^ 




TLC : Rf 0.70 (^*^ >! gf&^ ?•;!/= 2 I 1)| 
20 NMR (CDC1 3 ) : S 7.91 (m, 1H), 7.25-7. 15 (m, 4H), 6.90-6.77 (m, 3H), 4.25 (t, J = 
6.7 Hz, 2H), 3.77 (s, 2H), 3.68 (s, 3H), 3.06 (s, 2H), 2.98 (t, J = 6.7 Hz, 2H), 2.65 (s, 
3H), 2.36 (s, 3H) 0 
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2- (3- (2- (5 -^f-;U-2 - (3 -^f)V7x^) **«<f-y-A/- 




TLC :Rf 0.64(^^r-9-> : ft»i^^«2 ! 1); 

NMR (CDC1 3 ) : 5 7.81 (s, 1H), 7.76 (d, J = 8.0 Hz, 1H), 7.32-7. 14 (m, 3H), 6.89- 
6.76 (m, 3H), 4.23 (t, J - 6.6 Hz,2H), 3.75 (s, 2H), 3.67 (s, 3H), 3.06 (s, 2H), 2.96 (t, 
J = 6.6 Hz, 2H), 2.37 (s, 3H), 2.35 (s, 3H) e 

2- (3- (2- '(5-^f-/U-2- (4-^Kv7x-^) **-9-y-;u 




TLC:Rf 0.43 : ftKx^;i/-3 : 1); 

NMR (CDa 3 ) : d 7.92 (d, J = 9.0 Hz, 2H), 7.21 (dd, J = 8.1, 8.1 Hz, 1H), 6.94 (d, 
J = 9.0 Hz, 2H), 6.88-6.98 (m. 2H), 6.81 (m, 1H), 4.24 (t, J= 6.7 Hz, 2H), 3.85 (s, 
3H), 3.78 (s, 2H), 3.71 (s, 3H), 3.08 (s, 2H), 2.97 (t, J = 6.7 Hz, 2H), 2.36 (s, 3H) 0 
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m&m (4 7) 

2- (3- (2- (5-^^;W-2- (4--l>D7x-;i/) 



TLC:Rf 0.32 I g£S£.x^=3 II); 

NMR (CDC1 3 ) : 5 8.30 (d, J = 9.0 Hz, 2H), 8. 14 (d, J = 9.0 Hz, 2H), 7.22 (dd, J = 

8.0, 8.0 Hz, 1H), 6.77-6.91 (m, 3H), 4.26 (t, J = 6.5 Hz, 2H), 3.78 (s, 2H), 3.72 (s, 
10 3H), 3.09 (s, 2H), 3.00 (t, J = 6.5 Hz, 2H), 2.43 (s, 3H) e 

mm uft) 

2- (3- (2- (5-^f;i'-2-7x-;vwy , -;i'-4-'f;w) 



TLC:Rf 0.45(^^r-9-> : »®X^;i/=3 II); 

NMR (CDCI3) : S 7.96-8.00 (m, 2H), 7.40-7.46 (m, 3H), 6.91 (m, 1H), 6.77-6.81 
20 (m, 2H), 4.23 (t, J = 6.6 Hz, 2H), 3.73 (s, 2H), 3.72 (s, 3H), 3.08 (s, 2H), 2.97 (t, J = 
6.6 Hz, 2H), 2.38 (s, 3H) 0 

mm (4 9) 
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2- (3- (2- (5-^f^-2-7x-Jl/tW-^-4->f;i') xh 



TLC : Rf 0.48(^*^^ : Bfc$x-^= 5 : 1); 

NMR (CDC1 3 ) : 5 8.00-7.95 (m, 2H), 7.46-7.39 (m, 3H), 7.07 (t, J = 7.9 Hz, 1H), 

6.85-6.77 (m, 2H), 4.24 (t, J = 6.5 Hz, 2H), 3.83 (s, 2H), 3.73 (s, 3H), 3.11 (s, 2H), 
3.00 (t, J = 6.5 Hz, 2H), 2.38 (s, 3H), 2.21 (s, 3H) C 

iiii (5 0) 

2- (1- (3- (2-'(5-^fA'-2-7x-^^tV-^-4-'f;i') 



1LC : Rf 0.68 (^*^ > I ffiKifA/ =4 : 1 ) * 

NMR (CDCI3) : 5 8.00-7.95 (m, 2H), 7.46-7.39 (m, 3H), 7.21 (t, J = 8.2 Hz, 1H), 
6.94-6.89 (m, 2H), 6.82-6.76 (m, 1H), 4.25 (t, J = 6.7 Hz, 2H), 4. 10 (q, J = 7.2 Hz, 
20 1H), 3.67 (s, 3H), 3.02 (s, 2H), 2.98 (t, J = 6.7 Hz, 2H), 2.39 (s, 3H), 1.55 (d, J = 
7.2 Hz, 3H) 0 




N CH 3 



15 
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2- (3- (2- (5 2-7x-Jl/t+t > /-;V-4-^;U) -1 



5 




TLCiRfO^^^r^^ : »f^=2 : 1 ) e 
mm (R2) 

10 2- (3- (2- (5-h'J7Wn^f;K2-7x-^m > /-;i'-4 




15 TLC:Rf 0.37(^^r^> : ^x^;l/=4 : 1); 

NMR (CDC1 3 ) : 8 8. 10-8.00 (m., 2H), 7.55-7.41 (ia, 3H), 7.21 (dd, J = 8.0, 8.0 

Hz, 1H), 6.94-6.75 (m. 3H), 4.31 (t, J = 6.5 Hz. 2H), 3.77 (s, 2H), 3.71 (s, 3H), 
3.25-3.14 (m, 2H), 3.08 (s, 2H)„ 

20 mtmi (B3) 

2- (3- (2- (5->f^-2-7i-*tW-A'-4 )V) -fu 
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TLC : Rf 0.54(^^r-9-> I «^^;i/=3 I 1); 

NMR (CDa 3 ) : S 8.00-7.94 (m, 2H), 7.44-7.37 (m, 3H), 7.29 (t, J = 8.2 Hz, 1H), 
5 6.89-6.86 (m, 2H), 6.79 (dd, J = 8.4, 2.0 Hz, 1H), 4.17-4.03 (m. 2H), 3.77 (s, 2H), 
3.71 (s, 3H), 3.26-3.15 (m, 1H), 3.08 (s, 2H), 2.37 (s, 3H), 1.41 (d, J = 6.8 Hz, 3H) C 

2- (3- (2- (5 - ^ f ^- 2 - Vi-^t^ty-^- 4 - -f Jl/) Jth 



iLC:Rf o.75(^^-9-> : ft^f-;i/=7 : i) ; 

15 NMR (CDC1 3 ) : 6 8.00-7.94 (m, 2H), 7.46-7.38 (m, 3H), 7.20 (t, J = 8.2 Hz, 1H), 
6.90 (m, 2H), 6.82-6.75 (m, 1H), 4.24 (t, J = 6.8 Hz, 2H), 4.17 (q, J = 7.2 Hz, 2H), 
3.82 (d, J = 13.4 Hz, 1H), 3.74 (d, J = 13.4 Hz, 1H), 3.28 (q, J = 7.0 Hz, 1H), 2.98 (t, 
J = 6.8 Hz, 2H), 2.38 (s, 3H), 1.38 (d, J = 7.0 Hz, 3H), 1.28 (t, J = 7.2 Hz , 3H) 0 

20 mmmi (55) 

2- (3- (2- (5 -^f-Jl'- 2 - (4-xf;l/7x-)l/) 




CH 3 
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TLC : Rf 0.57 (ffiBt*-* - *' I ^*iJ-> = 112); 
5 NMR(CDC1 3 ): S 7.88 (d, J = 8.0 Hz, 2H), 7.25 (d, J = 8.0 Hz, 2H), 7.21 (dd, J = 
8.0, 8.0 Hz, 1H), 6.95-6.75 (m, 3H), 4.24 (t, J = 6.5 Hz, 2H), 3.78 (s, 2H), 3.71 (s, 
3H), 3.08 (s, 2H), 2.97 (t, J = 6.5 Hz, 2H), 2.68 (q, J = 7.5 Hz, 2H), 2.37 (s, 3H), 
1.25 (t, J = 7.5 Hz, 3H) 0 

io mm (5 6) 

2- (3- (2- (5-**P-2- (2, 2—?7lu*n-i, 




15 F 

TLC:Rf 0.59 (Bt^^-^ : s\*y-y = i : 2); 

NMR (CDC1 3 ) : S 7.75 (dd, J = 8.0, 1.0 Hz, 1H), 7.69 (d, J = 1.0 Hz, 1H), 7.21 
(dd, J = 8.0, 8.0 Hz, 1H), 7. 10 (d, J = 8.0 Hz, 1H), 6.89 (d, J = 8.0 Hz, 1H), 6.88 (s, 
20 1H), 6.80 (d, J = 8.0 Hz, 1H), 4.23 (t, J = 6.5 Hz, 2H), 3.78 (s, 2H), 3.71 (s, 3H), 
3.09 (s, 2H), 2.96 (t, J = 6.5 Hz, 2H), 2.38 (s, 3H) 0 
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WML! (5 7) 

2- (3- (2- (5 ->f-;u- 2 - (4-yntf;i/7x-;i/) 
-4-4)1,) i^y) 7x^JMWt) Stl^f^f^ 




TLC:Rf 0.63(S^^^^ : ^^-9-^= 1 : 2); 

NMR (CDC1 3 ) : 5 7.88 (d, J = 8.5 Hz, 2H), 7.23 (d, J = 8.5 Hz, 2H), 7.21 (dd, J = 
8.0, 8.0 Hz, 1H), 6.95-6.75 (m, 3H), 4.24 (t, J =7.0 Hz, 2H), 3.78 (s, 2H), 3.71 (s, 
3H), 3.08 (s, 2H), 2.97 (t, J = 7.0 Hz, 2H), 2.62 (t, J = 7.5 Hz, 2H), 2.37 (s, 3H), 
1.65 (m, 2H), 0.94 (t, J = 7.5 Hz, 3H) 0 

(sal 

2- (3- (2- 2 - (4--fV7 r otf;U7i-n/) 




TLC:Rf 0.60(^i^;i/ : ^^"9"^= 1 : 2); 

NMR (CDCI3) : 8 7. 89 (d, J = 8.5 Hz, 2H), 7.28 (d, J = 8.5 Hz, 2H), 7. 21 (dd, J = 
8.0, 8.0 Hz, 1H), 6.95-6.75 (m, 3H), 4.24 (t, J = 6.5 Hz, 2H), 3.78 (s, 2H), 3.71 (s, 
3H), 3.08 (s, 2H), 2.97 (t, J= 6.5 Hz, 2H), 2.94 (m, 1H), 2.37 (s, 3H), 1.26 (d, J = 
7.0 Hz, 6H) 0 
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2- (3- (2- (5-^^-2-7x^^7^-4-^^) 
y) 7x-WWt) ll^f^f)!' 




HjC : Rf 0.54 > : gfc$Ji^;i/= 3 : 1 ) ; 

NMR (CDC1 3 ) : S 7.89-7. 83 (m, 2H), 7.45-7.36 (m, 3H), 7.21 (t, J = 8.0 Hz, 1H), 

10 6.91-6.77 (m, 3H), 4.33 (t, J = 6.8 Hz, 2H), 3.78 (s, 2H), 3.71 (s, 3H), 3. 19 (t, J = 
6.8 Hz, 2H), 3.08 (s, 2H), 2.47 (s, 3H) 0 

m wmi (6 0) 

2- (3- (2- (5-***- 2- (4-7ffl/7x-;|/) f^w-fr- 




H 3 C 

TLC : Rf 0.59(^^-9- >: g^^f-^= 2 : 1) ; 

20 NMR (CDCI3) : 8 7.90 (d, J = 7 Hz, 2H), 7.25-7.15 (m, 3H), 6.90-6.75 (m, 3H), 
4.25 (t, J = 6.5 Hz, 2H), 3.75 (s, 2H), 3.70 (s, 3H), 3. 10 (s, 2H), 3.00 (t, J = 6.5 Hz, 
2H), 2.65 (t, J = 7.5 Hz, 2H), 2.40 (s, 3H), 1.60 (m, 2H), 1.35 (m, 2H), 0.95 (t, J = 7 
Hz, 3H) 0 
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2- (3- (2- (5-if^-2-7x-jVi^ty-^-4-^^) 




TLC:Rf 0.27(^*-*J-> : ft$?x?-;i,= 3 : 1); 

NMR (CDd 3 ) : 8 7.96-8.01 (m, 2H), 7.40-7.48 (m, 3H), 7.21 (dd, J = 8.0, 8.0 Hz, 
10 1H), 6.87-6.90 (m, 2H), 6.79 (m, 1H), 4.24 (t, J = 6.6 Hz, 2H), 3.78 (s, 2H), 3.71 (s, 
3H), 3.08 (s, 2H), 2.99 (t, J = 6.6 Hz, 2H), 2.75 (q, J = 7.6 Hz, 2H), 1.31 (t, J = 7.6 
Hz, 3H) 0 

mm (6 2) 

15 2- (3- (2- (5-^^^-2- (2, 3, 5, 6-rf77^tD-4 
F F 

20 

TLC:Rf 0.45(^^r-9-> : ftRxfj|/=4 ; 1) ; 

NMR (CDC1 3 ) : 5 7.21 (dd, J = 8.0, 8.0 Hz, 1H), 6.94-6.75 (m, 3H), 4.25 (t, J = 
6.4 Hz, 2H), 3.78 (s, 2H), 3.72 (s, 3H), 3.09 (s, 2H), 3.03 (t, J = 6.4 Hz, 2H), 2.42 (s, 
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3H), 2.36-2.30 (m, 3H)o 
W m I (6 3) 

2- (3- (2- (5 -^f-^-2 - U-tS'f-Jl^xS*) t4rf-V-;U 
5 -4-^) x^^y) 7x^;MWt) ^^f^rA' 




TLC : Rf 0.66 (^^r^ I ^o.f-;i/= 2 ! 1); 
10 NMR (CDC1 3 ) : 8 7.90 (d, J = 8 Hz, 2H), 7.25-7.20 (m, 3H), 6.95-6.75 (m, 3H), 

4.25 (t, J = 6.5 Hz, 2H), 3. 80 (s, 2H), 3. 70 (s, 3H), 3. 10 (s, 2H), 3. 00 (t, J = 6.5 Hz, 
2H), 2.65 (t, J = 7.5 Hz, 2H), 2.40 (s, 3H), 1.60 (m, 2H), 1.40-1.25 (m, 4H), 0.90 (t, 
J = 6.5 Hz, 3H) 0 

15 SMfcSII (fi4) 

2- (3- (2- (5 ->^;U-2 - (3-^nn-4->Wi-^) * 
+-9-y-;U-4-'f /I/) ^b*v) 7x-)Mf^ft) Si'^fmf 




20 CI 

TLC : Rf 0.47 (^*^> : ffiRif^=3 ! 1); 

NMR (CDCI3) : 5 7.96 (d, J = 1.8 Hz, 1H), 7.75 (dd, J = 7.8, 1.8 Hz, 1H), 7.28 (d, 
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J = 7.8 Hz, 1H), 7.21 (dd, J = 8.0, 8.0 Hz, 1H), 6.88-6.91 (m, 2H), 6.79 (m, 1H), 
4.24 (t, J = 6.6 Hz, 2H), 3.78 (s, 2H), 3.72 (s, 3H), 3.08 (s, 2H), 2.97 (t, J = 6.6 Hz, 
2H), 2.41 (s, 3H), 2.38 (s, 3H) C 

*«fc«n L6-5J 

2- (3- (2- (5-^;i/-2 -v^n^^r'>;w^^-9-V'-;U-4 --f;w) 




TLC : Rf 0.65 C^*^ I gj=gp^;i,= 2 : 1); 

NMR (CDC1 3 ) : 5 7.20 (m, 1H), 6.95-6.70 (m, 3H), 4. 15 (t, J = 7.5 Hz, 2H), 3.80 
(s, 2H), 3.75 (s, 3H), 3.15 (s, 2H), 2.90 (t, J = 7.5 Hz, 2H), 2.70 (m, 1H), 2.25 (s, 
3H), 2.10-1.20 (m, 10 H)o 

m w mi (6 6) 

2- (3- (2- (5-^^-2- (4- (2-^Wne;v) 7x-)i-) 

y-)l< 




CH 3 



TLC : Rf 0.58(^^r"9-> : ft|fcxf-)U=2 I 1); 
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NMR (CDCl 3 ) : d 7.90 (d, J = 8 Hz, 2H), 7.25-7.20 (m, 3H), 6.90-6.75 (m, 3H), 
4.25 (t, J = 7 Hz, 2H), 3.80 (s, 2H), 3.70 (s, 3H), 3. 10 (s, 2H), 2.95 (t, J = 7 Hz, 2H), 
2.50 (d, J = 8 Hz, 2H), 2.40 (s, 3H), 1.90 (m, 1H), 0.90 (d, J = 7 Hz, 6H) 0 

5 *mmi (6 7) 

2- (3- (2- (5 2- (4-t-W7x^l/) 
;U-4-W;l/) x^y) 7xiWfm) H-^f^T^ 

10 

TLC:Rf 0.50(^^r-9-> : ^^^=2 : 1); 

NMR (CDCI3) : 8 7.90 (d, J = 8 Hz, 2H), 7.45 (d, J = 8 Hz, 2H), 7.20 (dd, J = 8, 8 
Hz, 1H), 6.90-6.75 (m, 3H), 4.25 (t, J = 7 Hz, 2H), 3.80 (s, 2H), 3.70 (s, 3H), 3.10 (s, 
2H), 3.00 (t, J = 7 Hz, 2H), 2.40 (s, 3H), 1.35 (s, 9H) C 

15 

**«1 ffi«) 

2- (3- (2- (5->f-;U-2- (4-y^DA^yjV7x-Jl/) 



20 




TLC:Rf 0.42(^^r-9-> I |^®?x^;i/=4 : 1); 

NMR (CDCI3) : S 7.88 (d, J = 8.3 Hz, 2H), 7.26 (d, J = 8.3 Hz, 2H), 7.21 (dd, J = 

8.0, 8.0 Hz, 1H), 6.87-6.90 (m, 2H), 6.80 (m, 1H), 4.23 (t, J =6.8 Hz, 2H), 3.78 (s, 
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2H), 3.71 (s, 3H), 3.08 (s, 2H), 2.97 (t, J = 6.8 Hz, 2H), 2.53 (m, 1H), 2.37 (s, 3H), 
1.70-1.94 (m,4H), 1.30-1.53 (m,6H) 0 

5 2- (3- (5-^f-^-2- (i, z-y**4t-<yy>-s-4)\<) 




10 TLC : Rf 0.50(^*-9"> : gf=$^?-;l/= 4 I 1); 

NMR (CDC1 3 ) : 8 7.55 (dd, J = 8.0, 1.8 Hz, 1H), 7.47 (d, J = 1.8 Hz, 1H), 7.21 
(dd, J = 8.0, 8.0 Hz, 1H), 7.08-7.02 (m, 1H), 6.96-6.82 (m, 3H), 6.02 (s, 2H), 5.00 (s, 
2H), 3.78 (s, 2H), 3.71 (s, 3H), 3.11 (s, 2H), 2.43 (s, 3H) C 

15 -zmmi (7 0) 

2- (3-.(5-^f-;u-2- (4->fV7 , nif;i/7x-;v) ^-y-y*-^- 




20 

TLC :Rf 0.50 (^+"9- > : ft»xfjl/=4 I 1); 

NMR (CDa 3 ) : 5 7.93 (dd, J = 8.5, 2.0 Hz, 2H), 7.35-7.18 (m, 3H), 7.09-7.03 (m, 
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1H), 6.96-6.84 (m, 2H), 5.02 (s, 2H), 3.78 (s, 2H), 3.71 (s, 3H), 3.11 (s, 2H), 2.94 
(sep. t J = 7.0 Hz, 1H), 2.43 (s, 3H), 1.27 (d, J = 7.0 Hz, 6H) 0 

mm (7 1) 

5 2- (3- (2- (4-^f;l'-2-7x-Wt % /-^-5-'f;l') 




10 TLC:Rf 0.37(^^r"9-> I gfc$xf-;i/= 3 : 1); 

NMR (CDC1 3 ) : $ 8.01-7.96 (m, 2H), 7.46-7.39 (m, 3H), 7.22 (t, J = 8.2 Hz, 1H), 
6.97-6.88 (m, 2H), 6.80 (m, 1H), 4.23 (t, J = 6.8 Hz, 2H), 3.78 (s, 2H), 3.71 (s, 3H), 
3.16 (t, J = 6.8 Hz, 2H), 3.08 (s, 2H), 2.22 (s, 3H) 0 

15 lifll (7 2) 

2- (3- (2- (5-^f-;l/-2- (3, 4-y^*y7x-;i/) 




TLC: Rf 0.18(^^r"9-> I ft8xf^=3 I 1)*, 

NMR (CDCI3) : 5 7.56 (dd, J = 8.3, 2.0 Hz, 1H), 7.50 (d, J = 2.0 Hz, 1H), 7.21 
(dd, J = 8.1, 8.1 Hz, 1H), 6.91 (d, J = 8.3 Hz, 1H), 6.87-6.91 (m, 2H), 6.80 (ddd, J = 
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8.1, 2.5, 1.0 Hz, 1H), 4.24 (t, J = 6.7 Hz, 2H), 3.97 (s, 3H), 3.93 (s, 3H), 3.78 (s, 
2H), 3.72 (s, 3H), 3.09 (s, 2H), 2.97 (t, J = 6.7 Hz, 2H), 2.37 (s, 3H)o 

I MJ (7 3) 

5 2- (3- (2- (5 -^f-JU- 2 - (4 - h U 7)V±U* h4rv7i-;P) 




10 

TLC:Rf 0.62(^^r-9-> : ^^^^=2 II); 

NMR (CDC1 3 ) : S 8.00 (d, J = 8 Hz, 2H), 7.30-7.15 (m, 3H), 6.95-6.75 (m, 3H), 
4.25 (t, J = 6.5 Hz, 2H), 3.80 (s, 2H), 3.75 (s, 3H), 3.10 (s, 2H), 3.00 (t, J = 6.5 Hz, 
2H), 2.40 (s, 3H) 0 

15 

mm (74) 

2- (3- (2- (5 -^f-rt'- 2 - (3, 4, Y**s7*-*) 
*4r-9-V-^-4-'f flO xh+y) 7x^;i/^f;i/ft) gfc$ • 
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TLC:Rf 0.24(^^-9-> : ft^^;i/=2 : n; 

NMR (CDCI3) : S 7.25-7. 15 (m, 3H), 6.95-6.75 (m, 3H), 4.25 (t, J = 7.5 Hz, 2H), 

3.95 (s, 6H), 3.90 (s, 3H), 3.80 (s, 2H), 3.70 (s, 3H), 3.10 (s, 2H), 3.00 (t, J = 7.5 Hz, 
2H), 2.40 (s, 3H)o 

mm (7 5) 

2- (3- (2- (5 2 - (4->f-;Hi*^7V f >-l * 




TLC: Rf 0.12 (gfc&x-f ;U) ; 

NMR (CDCI3) : 5 7.20 (dd, J = 8.0, 8.0 Hz, 1H), 6.95-6.75 (m, 3H), 4.20 (t, J = 
15 7.0 Hz, 2H), 3.78 (s, 2H), 3.72 (s, 3H), 3.42 (t, J = 5.0 Hz, 4H), 3.09 (s, 2H), 2.95 (t, 
J = 7.0 Hz, 2H), 2.50 (t, J = 5.0 Hz, 4H), 2.34 (s, 3H), 226 (s, 3H) C 

mM&m (7 6) 

2- (3- (2- (5-^f-;U-2- (4-^fm7x-^) 
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TLC:Rf 0.46(M^^ I ^*^>= 1 : 2); 

NMR (CDC1 3 ) : S 7.88 (d, J = 8.5 Hz, 2H), 7.27 (d, J = 8.5 Hz, 2H), 7.21 (dd, J = 
8.0, 8.0 Hz, 1H), 6.95-6.75 (m, 3H), 4.24 (t, J =6.5 Hz, 2H), 3.78 (s, 2H), 3.71 (s, 
3H), 3.08 (s, 2H), 2.97 (t, J = 6.5 Hz, 2H), 2.52 (s, 3H), 2.37 (s, 3H)» 

(7 7) 

2- (3- (2- (5 - (t?'Jy>-2 ->f *>) *WS-»- 



10 




TLC:Rf 0.60 (^^ ;^xf;i/=l : 2); 

NMR(CDC1 3 ) : 5 8.71 (m, 1H), 8.05 (m, 1H), 7.73 (m, 1H), 7.32 (m, 1H), 7.21 
(dd, J = 8.0, 8.0 Hz, 1H), 6.76-6.92 (m, 3H), 4.27 (t, J = 6.6 Hz, 2H), 3.78 (s, 2H), 
15 3.72 (s, 3H), 3.08 (s, 2H), 3.01 (t, J = 6.6 Hz, 2H), 2.44 (s, 3H) G 

**«1 ^7 8) 

2- (3- (2- (5-^f-^-2 - (1-*~7 x.y-2-4 )V) 

20 

TLC : Rf 0.40(^^r-9-> : g^^f-;U=3 II); 

NMR (CDCI3) : S 7.58 (dd, J = 3.6, 1.3 Hz, lH), 7.37 (dd, J = 5.0, 1.3 Hz, lH), 
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7.21 (dd, J = 8.0, 8.0 Hz, 1H), 7.08 (dd, J = 5.0, 3.6 Hz, 1H), 6.87-6.91 (m, 2H), 
6.79 (m, 1H), 4.22 (t, J = 6.6 Hz, 2H), 3.78 (s, 2H), 3.72 (s, 3H), 3.08 (s, 2H), 2.96 
(t, J = 6.6 Hz, 2H), 2.36 (s, 3H)„ 

5 mm (7<n 

2- (3- (2- (5-J*f-*-2- (3-- hn-4->^;W7x-;i/) * 



10 




TLC : Rf 0.42 (^^ > I Bf=$if-;W= 2 I' 1 ) I 

NMR (CDC1 3 ) : S 8.55 (d, J = 1 Hz, 1H), 8. 10 (dd, J = 8, 1 Hz, 1H), 7.40 (d, J = 8 
Hz, 1H), 7.20 (dd, J = 8, 8 Hz, 1H), 6.95-6.80 (m, 3H), 4.25 (t, J = 6.5 Hz, 2H), 3.80 
15 (s, 2H), 3.75 (s, 3H), 3.10 (s, 2H), 3.00 (t, J = 6.5 Hz, 2H), 2.65 (s, 3H), 2.40 (s, 
3H) 0 

m m (so) 

2- (3- (2- (5-*f-*-2- (4-^f*7^7x-|/) 
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TLC:Rf o.43(g^i?j.f-;n ^^>= 1 : 2); 

NMR (CDC1 3 ) : 8 7.83 (d, J = 9.0 Hz, 2H), 7.21 (dd, J = 8.0, 8.0 Hz, 1H), 6.95- 
6.75 (m, 3H), 6.71 (d, J = 9.0 Hz, 2H), 4.23 (t, J = 7.0 Hz, 2H), 3.78 (s, 2H), 3.71 (s, 
3H), 3.08 (s, 2H), 3.01 (s, 6H), 2.96 (t, J = 7.0 Hz, 2H), 2.34 (s, 3H) C 

mm L&JJ 

2- (3- (2- (5 2 -v^n^>^;i/^-^r«9-V-;i/-4 



10 




TLC : Rf 0.46 I Bj=$JL^;U= 2 : 1); ; t 

NMR (CDCI3) : £ 7.20 (m, 1H), 6.95-6. 70 (m, 3H), 4. 15 (t, J = 6.5 Hz, 2H), 3. 80 

(s, 2H), 3.75 (s, 3H), 3.15 (m, 3H), 2.90 (t, J =6.5 Hz, 2H), 2.25 (s, 3H), 2.20-1.50 
15 (m, 8H) 0 

m m (ft 2) 

2- (3- (2- (5-**7U-2- (4-^fJi'7x-;i/) 

4--f;W) Xh^fy) 7i-)P) SSi^ffl'lXf^ 




TLC : Rf 0.54(^^r-9-> I M-^^^=2 : 1); 

NMR (CDCI3) : d 7.86 (d, J = 8.0 Hz, 2H), 7.28-7. 15 (m, 3H), 6.88-6.76 (m, 3H), 
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4.23 (t, J = 6.6 Hz, 2H), 3.68 (s, 3H), 3.58 (s, 2H), 2.97 (t, J = 6.6 Hz, 2H), 2.39 (s, 
3H), 2.36 (s, 3H) 0 

Hffli ffll (8 3) 

5 2- (3- (2- (5 -*f-*-2- (4-xf;V7x-;i/) t^r^V-*- 




10 TLC:Rf 0.56(^^-9-> : ft»xfA/«2 I 1) ; 

NMR (CDa 3 ) : 5 7.90 (d, J = 8.0 Hz, 2H), 7.30-7. 16 (m, 3H), 6.88-6.76 (m, 3H), 
4.23 (t, J = 6.6 Hz, 2H), 3.68 (s, 3H), 3.58 (s, 2H), 2.97 (t, J - 6.6 Hz, 2H), 2.68 (q, 
J = 7.6 Hz, 2H), 2.37 (s, 3H), 1.26 (t, J = 7.6 Hz, 3H) Q 

15 mm («4) 

2- (3- (2- (5 2 - (4-yotf;P7x-^) 




20 

TLC : Rf 0.59 (^^-9-> : ft^xfjl/=2 : 1); 

NMR (CDC1 3 ) : S 7.88 (d, J = 8.4 Hz, 2H), 7.27-7. 15 (m, 3H) t 6.88-6.76 (m, 3H), 
4.23 (t, J = 6.6 Hz, 2H), 3.68 (s, 3H), 3.58 (s, 2H), 2.97 (t, J = 6.6 Hz, 2H), 2.62 (t, J 
= 7.5 Hz, 2H), 2.36 (s, 3H), 1.66 (m, 2H), 0.94 (t, J = 7.5 Hz, 3H) 0 
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mm (8 5) 

2- (3- (2- (5-^^-2 - (4->fvyn^7x-fl/) 




TLC : Rf 0.66(^^-t> ! S^^^^=2 I 1); 

NMR (CDC1 3 ) : $ 7.89 (d, J = 8.4 Hz, 2H), 7. 34-7. 15 (m, 3H), 6. 88-6. 75 (m, 3H), 

10 4.23 (t, J = 6.8 Hz, 2H), 3.68 (s, 3H), 3.58 (s, 2H), 2.97 (t, J = 6.8 Hz, 2H), 3.04- 
2.86 (m, 1H), 2.36 (s, 3H), 1.28 (s, 3H), 1.25 (s, 3H) e 

2- (3- (2- (5-^f-;i/-2- (4- {2-*T-)V7u\d)V) 7i-^) 




TLC:Rf 0.60 : ft||xf;k=2 : 1); 

20 NMR (CDCI3) : 5 7.88 (d, J = 8.2 Hz, 2H), 7.27-7. 15 (m, 3H), 6.90-6.76 (m, 3H), 
4.23 (t, J = 6.6 Hz, 2H), 3.68 (s, 3H), 3.58 (s, 2H), 2.97 (t, J = 6.6 Hz, 2H), 2.51 (d, 
J = 5.4 Hz, 2H), 2.36 (s, 3H), 2.00-1.76 (m, 1H), 0.92 (s, 3H), 0.89 (s, 3H) D 
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m m i (87) 

2- (3- (2- (-5-***- 2- (4-t-W7i-^) t*^/- 




7LC:Rf 0.57(^^r^V : ft^x^;W=2 : 1) ; 

NMR (CDa 3 ) : 5 7.90 (d, J = 8.6 Hz, 2H), 7.44 (d, J = 8.6 Hz, 2H), 7.21 (m, 1H), 
6.88-6.76 (m, 3H), 4.23 (t, J = 6.6 Hz, 2H), 3.68 (s, 3H), 3.58 (s, 2H), 2.97 (t, J = 
6.6 Hz, 2H), 2.37 (s, 3H), 1.34 (s, 9H) G 

m m (3 8) 

2- (3- (2- (5--)<f;i'-2-V^D7'DeWt x /-^-4-'f)l') 

S-^Y°-CH3 
O 

TLC: Rf 0.47 Of*if* I >= 111); 

NMR (CDC1 3 ) : 5 7.20 (dd, J = 8.0, 8.0 Hz, 1H), 6.95-6.75 (m, 3H), 4. 15 (t, J = 
7.0 Hz, 2H), 3.79 (s, 2H), 3.72 (s, 3H), 3.09 (s, 2H), 2.84 (t, J = 7.0 Hz, 2H), 2.22 (s, 
3H), 1.97 (m, 1H), 1.05-0.90 (m, 4H) G 

mm (8 9) 
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2- (3- (2- (5->f-;U-2- (4- (1, 2, 3 -f-T vT v*-;i/- 
TLC:Rf 0.75 (^^r^> I ft|xf^2 I 1); 

NMR (CDCI 3 ) : 5 8.72 (s, 1H), 8. 13 (s, 4H), 7.22 (t, J = 8.0 Hz, 1H), 6.93-6.77 

(m, 3H), 4.27 (t, J = 6.6 Hz, 2H), 3.78 (s, 2H), 3.71 (s, 3H), 3.09 (s, 2H), 3.00 (t, J = 
10 6.6 Hz, 2H), 2.41 (s, 3H) 0 

mmm L9_qj 

2- (3- (2- (5->^-2- (4- (4-^f-^-l, 2, 3 -f-7 

^ry-fl/-5-^) 7x^)1/) ^^■9-v-;i/-4--f;u) x^y) 71 

15 -ji,*?-^^*) gf;j£ . jj-^jLXr-fr 




CH 3 



TLC : Rf 0.89 (^^"^^ I gfc$x^;i/=2 : 1); 
20 NMR (CDCI3) : 8 7.21 (t, J = 7.4 Hz, 1H), 6.94-6.74 (m, 3H), 4.24 (t, J = 6.6 Hz, 

2H), 3.78 (s, 2H), 3.72 (s, 3H), 3.09 (s, 2H), 3.02 (s, 3H), 2.99 (t, J = 6.6 Hz,, 2H), 
2.42 (s, 3H) 0 
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2- (3- (2- (5 -^f-^-2 - (4-* h^y7x-^) tW'S-fl' 



5 




TLC:Rf 0.38(^^r"9-> ! ^^=2 : 1); 

NMR (CDd 3 ) : S 7.91 (d, J = 9.0 Hz, 2H), 7.20 (m, 1H), 6.94 (d, J = 9.0 Hz, 2H), 
6.88-6.77 (m, 3H), 4.23 (t, J = 6.6 Hz, 2H), 3.85 (s, 3H), 3.68 (s, 3H), 3.58 (s, 2H), 
10 2.96 (t, J = 6.6 Hz, 2H), 2.35 (s, 3H) 0 

2- (3- (2- (5-*f-;i/-2- (3, 4-^h^v7x^) *4Mf 



TLC:Rf 0.17(^^^> : 2 '. 1); 

NMR (CDC1 3 + CD3OD) : d 7.56 (dd, J = 8.2, 2.0 Hz, 1H), 7.50 (d, J = 2.0 Hz, 
20 1H), 7.21 (m, 1H), 6.91 (d, J = 8.2 Hz, 1H), 6.89-6.77 (m, 3H), 4.23 (t, J = 6.6 Hz, 
2H), 3.97 (s, 3H), 3.93 (s, 3H), 3.68 (s, 3H), 3.58 (s, 2H), 2.97 (t, J = 6.6 Hz, 2H), 
2.37 (s, 3H) 0 




CH 3 
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mm 

2- (3- (2- (5->^;P-2- (1, )l>) 




TLC :Rf 0.44(^^-9- >: SSxf^= 2 : 1) ; 

NMR (CDd 3 ) : 5 7.52 (dd, J = 8.2, 1.8 Hz, 1H), 7.44 (d, J = 1.8 Hz, 1H), 7.21 (m, 
10 1H), 6.99-6.76 (m, 4H), 6.01 ( s, 2H), 4.22 (t, J = 6.6 Hz, 2H), 3.68 (s, 3H), 3.58 (s, 
2H), 2.95 (t, J = 6.6 Hz, 2H), 2.35 (s, 3H) 0 

HflfeflU (9 4) 

2- (3- (2- (5-^-^-2- (3, 4, 5 - h V * Y * v7 




TLC:Rf 0.28(^^r-t> I ^Xf-;W=2 I 1); 
20 NMR (CDC1 3 ) : 8 7.28-7. 17 (m, 3H), 6.89-6.76 (m, 3H), 4.23 (t, J = 6.6 Hz, 2H), 
3.94 (s, 6H), 3.89 (s, 3H), 3.68 (s, 3H), 3.58 (s, 2H), 2.97 (t, J = 6.6 Hz, 2H), 2.38 (s, 
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3H) 0 

mm (95) 

2- (3- (2- (5->^-2- (4-F'j7;i'tD^b^y7x-A') 




1LC:Rf 0.61 I IMRxf->U=2 ! 1) I' 

10 NMR (CDC1 3 ) : 5 8.01 (d, J = 8.6 Hz, 2H), 7.32-7. 16 (iri, 3H), 6.89-6.76 (m, 3H), 

4.23 (t, J = 6.6 Hz, 2H), 3.68 (s, 3H), 3.58 (s, 2H), 2.97 (t, J = 6.6 Hz, 2H), 2.38 (s, 
3H) 0 

mmm 1 (96) 

15 2- (3- (2- (5 - (2, 2-^7^^0-1, 3-*J** 




F 



TLC : Rf 0.52 (^-9- > : »B|xf-^=2 : l); 

NMR (CDQ 3 ) : 5 7.75 (dd, J - 8.4, 1.8 Hz, 1H), 7.68 (d, J = 1.8 Hz, 1H), 7.21 (m, 
1H), 7.10 (d, J = 8.4 Hz, 1H), 6.89-6.76 (m, 3H), 4.23 (t, J = 6.6 Hz, 2H), 3.68 (s, 

121 



WO 99/46232 



PCT/JP99/0U34 



3H), 3.58 (s, 2H), 2.96 (t, J = 6.6 Hz, 2H) t 2.37 (s, 3H) e 
m m (9 7) 

2- (3- (2- (5-^^-2- (4-h'j7)^n^fW7x-Jl/) 




10 TLC : Rf 0A5(^**y> ! fj=B£jc?-;U= 3 : 1) ; 

NMR (CDC1 3 ) : * 8.02 (d, J = 8.4 Hz, 2H), 7.70 (d, J = 8.4 Hz, 2H), 7.21 (t, J = 
7.8 Hz, 1H), 6.91-6.73 (m, 3H), 4.24 (t, J = 6.6 Hz, 2H), 3.78 (s, 2H), 3.71 (s, 3H), 
3.08 (s, 2H), 2.98 (t, J = 6.6 Hz, 2H), 2.40 (s, 3H) Q 

15 W mi (9 8) 

2- (3- (2- (5->f"^-2- (4-v7/7x-;l/) **^S-)U- 




TLC:Rf 0.35 (^^-9- > : fttt-^^= 2 : 1); 

NMR (CDCI3) : 5 8.08 (d, J = 8.4 Hz, 2H), 7.71 (d, J = 8.4 Hz, 2H), 7.21 (m, 1H), 
6.75-6.94 (m, 3H), 4.24 (t, J = 6.6 Hz, 2H), 3.78 (s, 2H), 3.72 (s, 3H), 3.09 (s, 2H), 
2.99 (t, J = 6.6 Hz, 2H), 2.41 (s, 3H) C 
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m m mi (99) 

2- (3- (2- (5-^^-2 - (77>-2-^;v) **-9-y-;i'- 4 




TLC : Rf p.32(^4r-9-> I ^o.f-;W= 2 : 1); 

NMR(CDC1 3 ) : 5 7.52 (m, 1H), 7.21 (m, 1H), 6.86-6.96 (m, 3H), 6.79 (m, 1H), 

10 6.51 (m, 1H), 4.24 (t, J - 6.6 Hz, 2H), 3.78 (s, 2H), 3.72 (s, 3H), 3.08 (s, 2H), 2.97 
(t, J = 6.6 Hz, 2H), 2.37 (s, 3H) D 

m m (10 0) 

2- (3- (5 -^f)l/-2-7x-;Vt#t , /-Jl'-4-^ )V) ^ F^ry) 
15 7x-)V) ||E^f;l'XXfil' 




TLC:Rf 0.69 (^-9- > I S^f^=2 : 1); 
20 NMR (CDC1 3 ) : 8 7.98-8. 10 (m, 2H), 7.40-7.54 (m, 3H), 7.26 (m, 1H), 6.86-7.00 
(m, 3H), 4.99 (s, 2H), 3.68 (s, 3H), 3.61 (s, 2H), 2.44 (s, 3H) C 
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m m dpi) 

2- (3- (2- (5-^f;V-2-7x-^f7 % /-;i/-4 



5 




TLC:Rf 0.56(^^r-9-> I &&Ji?-)V=2 I 1) 

NMR (CDa 3 ) : 8 7.90-7.81 (m, 2H), 7.46-7.35 (m, 3H), 7.25-7. 16 (m, 1H), 6.87- 

6.78 (m, 3H), 4.32 (t, J = 6.8 Hz, 2H), 3.68 (s, 3H), 3,58 (s, 2H), 3. 19 (t, J = 6.8 Hz, 
10 2H), 2.46 (s, 3H) 0 

mm (10 2) 

2- (3- (3- (5-^f^-2-7i-/l'W/-fl/-4-'f^) yn 




TLC:Rf 0.42(^*-9"> : ffi^xf;l/=2 : 1); 

NMR (GDCI3) : S 7.94-8.04 (m, 2H), 7.36-7.50 (m, 3H), 7.22 (m, 1H), 6.76-6.90 
20 (m, 3H), 3.98 (t, J = 6.2 Hz, 2H), 3.69 (s, 3H), 3.59 (s, 2H), 2.70 (t, J = 7.0 Hz, 2H), 
2.28 (s, 3H), 2.15 (m, 2H) 0 
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mtkM 1 (10 3) 

2- (3- (2- (2-7xxWW-^-4-'f^) ^h*v) 



5 




TLC :Rf 0.53 I &&^?-)U=2 ll)', 

NMR (CDCl 3 ) : 8 7.96-8.08 (m, 2H), 7.57 (s, 1H), 7.40-7.52 (m, 3H), 7.24 (m, 
1H), 6.80-6.92 (m, 3H), 4.28 (t, J = 6.6 Hz, 2H) t 3.69 (s, 3H), 3.59 (s, 2H), 3.09 (t, J 
10 =6.6Hz,2H) 0 

mummi (1 04) 

2- (3- (2- (5 -t-f-JU-2- (4-y?n^7i-^) **4)r 




TLC : Rf 0.67 C^*^ > I tt»Xf-IU= 2 I 1 ) ; 

NMR (CDCI3) : 5 7.88 (d, J = 8.4 Hz, 2H), 7.26 (d, J = 8.4 Hz, 2H), 7.21 (m, 1H), 
20 6.77-6.86 (m, 3H), 4.23 (t, J = 7.0 Hz, 2H), 3.68 (s, 3H), 3.58 (s, 2H), 2.96 (t, J = 
7.0 Hz, 2H), 2.55 (m, 1H), 2.36 (s, 3H), 1.73-7.87 (m, 4H), 1.30-1.60 (m, 6H) Q 



2- (3- (2- (5 -^f-Jl'- 2 - (3-^nD-4-^fiV7x^^) * 
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5 TLC:Rf 0.53(^^-9- >: ^x^;u= 2 : l) ; 

NMR (CDa 3 ) : 6 7.96 (d, J = 1.8 Hz, 1H), 7.75 (dd, J = 8.0, 1.8 Hz, 1H), 7.28 (d, 
J = 8.0 Hz, 1H), 7.22 (m, 1H), 6.78-6.86 (m, 3H), 4.23 (t, J = 6.7 Hz, 2H), 3.68 (s, 
3H), 3.58 (s, 2H), 2.96 (t, J = 6.7 Hz, 2H), 2.40 (s, 3H), 2.37 (s, 3H) C 

io mmmi doe) 

2- (3- (2- (5-*f-^-2- (4-^^W^7i-^) 




15 

TLC: Rf 0.31 : gfc$x?-;i/=2 :i); 

NMR (CDC1 3 ) : 8 7.84 (d, J = 9.0 Hz, 2H), 7.21 (m, 1H), 6.78-6. 87 (m, 3H), 6.71 

(d, J = 9.0 Hz, 2H), 4.23 (t, J = 6.8 Hz, 2H), 3.68 (s, 3H), 3.58 (s, 2H), 3.01 (s, 6H), 
2.95 (t, J = 6.8 Hz, 2H), 2.34 (s, 3H) Q 

20 

mm (10 7) 

2- (3- (2- (5 -if-* -2 -7i-)l'**t'/-*- 4 ->f*) x|> 
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TLC:Rf o.6i e^^Mf> : *KJ.f-ju=2 : l); 

5 NMR (CDCI3) : S 7.94-8.04 (m, 2H), 7.37-7.50 (m, 3H), 7.21 (m, 1H), 6.76-6.89 

(m, 3H), 4.23 (t, J = 6.6 Hz, 2H), 3.68 (s, 3H), 3.58 (s, 2H), 2.98 (t, J - 6.6 Hz, 2H), 
2.75 (q, J o 7.6 Hz, 2H), 1.31 (t, J = 7.6 Hz, 3H) 0 

m m (10?) 

10 2- (3- (2- (5 -^f-^-2 - (4-W7x-;i/) jrWS-*- 
4-4*) xh^y) 71-^) gfcg? • ^f^/x^f^ 




H 3 C 

15 TLC:Rf 0.62 (^4r^ > I ftRxf^= 2 : 1 ) ; 

NMR (CDCI3) : S 7.88 (d, J = 8.6 Hz, 2H), 7. 16-7.28 (m, 3H), 6.76-6.90 (m, 3H), 
4.23 (t, J = 6.8 Hz, 2H), 3.69 (s, 3H), 3.58 (s, 2H), 2.97 (t, J =6.8 Hz, 2H), 2.64 (t, J 
= 7.0 Hz, 2H), 2.36 (s, 3H), 1.62 (m, 2H), 1.34 (m, 2H), 0.93 (t, J = 7.4 Hz, 3H) C 

20 mum 1 (109) 

2 - (3 - (2 - (5 -^f-;U-2 - (4-^DD7xx;|/) x^^f-fr- 
4-W;i/) X-h*->) y gf-gg . ^f-A^jt^T-jp 
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TLC:Rf 0.54 (^*^ I gj=$.x^= 2 '. 1)', 

NMR (CDQ 3 ) : $ 7.91 (d, J = 8.6 Hz, 2H), 7.40 (d, J = 8.6 Hz, 2H), 7.21 (m, 1H), 
5 6.75-6.89 (m, 3H), 4.23 (t, J = 6.6 Hz, 2H), 3.68 (s, 3H), 3.58 (s, 2H), 2.96(t, J = 6.6 
Hz, 2H), 2.37 (s, 3H)o 

mm m\ (no) 

2- (3- (2- (5-^;l/-2- (fi7x , /-2H^) **-9-V-;i/ 
10 -4->f;V) Xh#v) 7x^)1/) Sl'^^XfJl' 




TLC:Rf 0.43(^^"9-> : g^^f"^=2 I 1); 
15 NMR (CDC1 3 ) : d 7.58 (dd, J = 3.7, 1.2 Hz, 1H), 7.36 (dd, J = 5.2, 1.2 Hz, 1H), 
7.22 (m, 1H), 7.08 (dd, J = 5.2, 3.7 Hz, 1H), 6.77-6.88 (m, 3H), 4.22 (t, J = 6.6 Hz, 
2H), 3.68 (s, 3H), 3.58 (s, 2H), 2.95 (t, J = 6.6 Hz, 2H), 2.35 (s, 3H) C 

mm 1 din 

20 2- (3- (2- (5-^f-;w-2- (77>-2-^f;V) **«9-y-;i/- 4 
-4)]/) xf^-y) y^=-)V) Si^fmj^ 
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TLC:Rf 0.33(^4r^> : g^^f"^=2 : 1); 

NMR (CDC1 3 ) : 6 7.51 (m, 1H), 7.21 (m, 1H), 6.92 (d, J = 3.4 Hz, 1H), 6.78-6.87 
5 (m, 3H), 6.50 (dd, J = 3.4, 1.8 Hz, 1H), 4.23 (t, J = 6.6 Hz, 2H), 3.68 (s, 3H), 3.57 (s, 
2H), 2.96 (t, J = 6.6 Hz, 2H), 2.36 (s, 3H) 0 

mm (1 1 2) 

2- (3- (2- (5 -^f-^-2- (H'V v>-2--f;U) ^r^V-)V- 




TLC : Rf 0.57 0^SL^^)\ 
15 NMR (CDQ 3 ) : S 8.70 (m, 1H), 8.05 (m, 1H), 7.78 (ddd, J = 7.8, 7.8, 1.6 Hz, 1H), 

7.31 (m, 1H), 7.21 (m, 1H), 6.76-6.86 (m, 3H), 4.25 (t, J = 6.6 Hz, 2H), 3.68 (s, 3H), 
3.57 (s, 2H), 3.00 (t, J = 6.6 Hz, 2H), 2.43 (s, 3H)» 

20 2- (3 - (2 - (5-*f-*-2- (2-^W7x-;v) 
Xh^fy) 7x-Jl/) fti'^f^X^* 
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TljC:Rf 0.76 (^^-9- > I flHftxf-*«2 ID! 

NMR (CDC1 3 ) : 5 7.91 (m, 1H), 7.19-7.34 (m, 4H), 6.78-6.87 (m, 3H), 4.25 (t, J = 

5 6.8 Hz, 2H), 3.68 (s, 3H), 3.58 (s, 2H), 2.98 (t, J = 6.8 Hz, 2H), 2.65 (s, 3H), 2.37 (s, 
3H) 0 

mmm lluj 

2- (3- (2- (5 - - 2- (3-^f-;w7i-;w) **Hj-y--;t,- 
10 4->f;u) xh^y) 7x-;i/) §feg£ • tf-frx-Xffr 



TLC:Rf 0.55(^^-9"> : ^x^;i/=2 : 1); 
15 NMR (CDCI3) : 5 7.75-7.82 (m, 2H), 7. 17-7.35 (m, 3H), 6.78-6.86 (m, 3H), 4.24 

(t, J = 6.6 Hz, 2H), 3.68 (s, 3H), 3.58 (s, 2H), 2.97 (t, J = 6.6 Hz, 2H), 2.40 (s, 3H), 
2.37 (s, 3H) 0 

mm I (1 1 5J 

20 2 - (3- (2 - (5 2 - (4 - h 'J V * ^- fry * 
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TLC:Rf 0.57(^*^> I fti*f^=2 I 1) ; 

NMR (CDa 3 ) : 5 8.09 (d, J = 8.4 Hz, 2H), 7.68 (d, J = 8.4 Hz, 2H), 7.21 (m, 1H), 
5 6.75-6.90 (m, 3H), 4.24 (t, J = 6.6 Hz, 2H), 3.68 (s, 3H), 3.58 (s, 2H), 2.99(t, J = 6.6 
Hz, 2H), 2.40 (s, 3H) 0 

2- (3- (2- (5-*?)\<-2 - (4-7Jl/t07x^;l') 




TLC:Rf 0.51 i^Ws I HgP^ ^=2 : 1); 
15 NMR (CDC1 3 ) : S 7.91-8.04 (m, 2H), 7.05-7.24 (m, 3H), 6.75-6.92 (m, 3H), 4.23 
(t, J = 6.6 Hz, 2H), 3.68 (s, 3H), 3.58 (s, 2H), 2.96 (t, J = 6.6 Hz, 2H), 2.37 (s, 3H) G 

mmm fin) 

2- (3- (2- (5 -^f-;u- 2 - (4->7;7x-^) ^-^Hj-y- )V - 
20 A-4)V) x^y) 7i-;W) ftR^f^fJl' 
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TLC:Rf 0.31{^*4y> : fi=B£x^;U=2 : 1) ; 

NMR (CDC1 3 ) : 8 8.07 (d, J = 8.8 Hz, 2H), 7.71 (d, J = 8.8 Hz, 2H), 7.22 (m, 1H), 
6.78-6.87 (m, 3H), 4.24 (t, J = 6.6 Hz, 2H), 3.68 (s, 3H), 3.58 (s, 2H), 2.98 (t, J = 
5 6.6 Hz, 2H), 2.40 (s, 3H) 0 

mm (i i g) 

2- (3- (2- (5-*1~)V-2- (4-*m<-l, 2, 3-f-TvTV 
10 fl/X^rJl/ 



TLC:Rf 0.49(^4r-^> : ^if-;U=2 : 1) ; 
15 NMR (CDCI3) : S 7.22 (m, 1H), 6.78-6.87 (m, 3H), 4.23 (t, J = 6.2 Hz, 2H), 3.68 
(s, 3H), 3.58 (s, 2H), 3.02 (s, 3H), 2.98 (t, J = 6.2 Hz, 2H), 2.41 (s, 3H)„ 

mm u 1 9) 

2- (3- (2- (5-^f-;U-2- (2, 3, 5, 6-f 
20 -^f)l'7i-)l') **-9-V-/l/-4->f Xh^y) 7x^*) . ^ 




CH 3 
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F F 



TljCrRf 0.58 (^^"9" > : gf=&.xf-;u=2 : l); 

NMR (CDC1 3 ) : S 7.20 (m, 1H), 6.75-6.90 (m, 3H) f 4.24 (t, J = 6.6 Hz, 2H), 3.68 
5 (s, 3H), 3.58 (s, 2H), 3.02 (t, J = 6.6 Hz, 2H), 2.41 (s, 3H), 2.33 (s, 3H) 0 

gftm (12 0) 

2- (3- (2- (5 - 2 - (3--bn-4-^fJl'7xz;l') * 




TLC : Rf 0.33(^^-9-^ : ftRxf|l/= 2 : 1); 

NMR (CDa 3 ) : 5 8.55 (d, J = 1.6 Hz, 1H), 8.09 (dd, J = 8.0, 1.6 Hz, 1H), 7.41 (d, 
15 J = 8.0 Hz, 1H), 7.19 (m, 1H), 6.70-6.88 (m, 3H), 4.24 (t, J = 6.6 Hz, 2H), 3.68 (s, 
3H), 3.58 (s, 2H), 2.98 (t, J = 6.6 Hz, 2H), 2.64 (s, 3H), 2.40 (s, 3H)„ 

mm 1 

2- (3- (2- {5-*<f-)\'-2-i'?zi^* ; y)V**c*}-V-)V-4-4 )V) 
20 ^ h^rv) 7x^)1/) WfWS. • ^f)^f)b 



133 



WO 99/46232 



PCT/JP99/0U34 




TLC:Rf 0.50(^^r-9-> : ftKif-^=2 II); 

NMR (CDC1 3 ) : S 7.21 (m, 1H), 6.76-6.86 (m, 3H), 4. 15 (t, J = 6.7 Hz, 2H), 3.69 
5 (s, 3H), 3.58 (s, 2H), 2.87 (t, J = 6.7 Hz, 2H), 2.69 (m, 1H), 2.24 (s, 3H), 1.96-2.08 
(m, 2H), 1.20-1.86 (m, 8H) 0 

mm (12 2) 

2- (3- (2- {5-**)V-2-*/9us<yj-)V***yV-)V-A-4)V) 
10 xf^fy) 7x-JI/) SSI - ^f^x^f^ 




TLCtRf o.50(^*-9-> : gfcB£^f-;w=2 : l); 

15 NMR (CDCI3) : 8 7.21 (m, 1H), 6.76-6. 86 (m, 3H), 4. 15 (t, J = 6.7 Hz, 2H), 3.69 
(s, 3H), 3.58 (s, 2H), 3.11 (m, 1H), 2.86 (t, J =6.7 Hz, 2H), 2.24 (s, 3H), 1.58-2.12 
(m, 8H) 0 

(1 2 3) 

20 2 - (3- (2 - (5 f-;U- 2 - (4-'<>fJl'7x^) 
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TLC:Rf 0.55(^4r"9-> : ft^^;i/=2 : 1) ; 

NMR (CDd 3 ) : $ 7.88 (d, J = 8.0 Hz, 2H), 7.29 (d, J = 8.0 Hz, 2H), 7.17 (m, 1H), 
5 6.70-6.88 (m, 3H), 4.23 (t, J = 6.8 Hz, 2H), 3.68 (s, 3H), 3.57 (s, 2H), 2.96(t, J = 6.8 
Hz, 2H), 2.63 (t, J = 7.6 Hz, 2H), 2.36 (s, 3H), 1.64 (m, 2H), 1.20-1.42 (m, 4H), 
0.89 (t, J = 6.6 Hz, 3H) 0 

H2 4) 

10 2- (3- (2- (5-**'A>-2- {\Z*)VV-A-<(fr) 




15 TLC:Rf 0.22 ! gf-$x^;i/= 1 : 1); 

NMR (CDC1 3 ) : d 8.90 (d, J = 6 Hz, 2H), 7.85 (d, J = 6 Hz, 2H), 7.20 (dd, J = 8, 8 
Hz, 1H), 6.95-6.80 (m, 3H), 4.25 (t, J = 6.5 Hz, 2H), 3.80 (s, 2H), 3.75 (s, 3H), 3.10 
(s, 2H), 3.00 (t, J = 6.5 Hz, 2H), 2.45 (s, 3H) 0 

20 - mmm 1 (12s) 

2- (3- (2- (5-^-^-2- (If 'J v>-3 **V*f-)V- 
4-4)1) ^h^v) 7x-;u) t+frJ-^Tfr 
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CH 3 



CH 3 



TLC : Rf 0.33 > : gj=l&J^;i/= 1 : 3 ) ; 

NMR (CDC1 3 ) : $ 9.22-9. 18 (m, 1H), 8.61 (dd, J - 5.0 Hz, 1.8 Hz, 1H), 8.25-8. 19 
5 (m, 1H), 7.37-7.16 (m, 2H), 6.85-6.76 (m, 3H), 4.23 (t, J - 6.6 Hz, 2H), 3.66 (s, 3H), 
3.56 (s, 2H), 2.96 (t, J = 6.6 Hz, 2H), 2.38 (s, 3H)„ 

iiii (1 2 6) 

2- (3- (2- (5-^^-2 - (fcf'J *J>-4-4 )V) **4)rV-fo- 

10 4-^^) ^h^r-» ffej& • 



Rf0.25 (^^r-9-> : S^xf^= 113)1 
15 NMR (CDCI3) : 5 8.71-8.67 (m, 2H), 7.83-7.80 (m, 2H), 7.26-7. 17 (m, 1H), 6.86- 
6.79 (m, 3H), 4.24 (t, J = 6.4 Hz, 2H), 3.68 (s, 3H), 3.58 (s, 2H), 2.99 (t, J = 6.4 Hz, 
2H), 2.40 (s, 3H) 0 

iiii (127) 

20 2 - (3- (2 - (5 - J1-)U-2 - (4-^^;i/tf^7v^>-l-^;l/) ^ 
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lljC:Rf 0.39(^nn*;i/A : * ?;-)V=2 o : 1) ; 

NMR (CDC1 3 ) : 8 7.21 (m, 1H), 6.77-6.85 (ra, 3H), 4. 19 (t, J = 7. 1 Hz, 2H), 3.68 

5 (s, 3H), 3.58 (s, 2H), 3.42 (m, 4H), 2.94 (t, J = 7. 1 Hz, 2H), 2.50 (m, 4H), 2.33 (s, 
3H), 2.25 (s, 3H)o 

mmm\ (1 2 s) 

2- (3- (2- )\>-2-7 ^-)Vir*V/-)\<- 4 ;w) 




TLC:Rf 0.79 (gfc$x^;i/ ; /\*-q-> = 1 : 1)1 
15 NMR (CDQ 3 ) : 8 7.98 (m, 2H), 7.50-7.35 (m, 3H), 7.24 (dd, J = 8.0, 8.0 Hz, 1H), 
6.95-6.80 (m, 3H), 4.58 (s, 2H), 4.25 (t, J =6.5 Hz, 2H), 3.96 (s, 2H), 2.98 (t, J = 
6.5 Hz, 2H), 2.38 (s, 3H), 1.47 (s, 9H) C 

U 2 9) 

20 2 - (3 - (2 - (5-*f-;U-2- (WJ>-3-4 )U) 
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TLC:Rf O.U(^*y-> :&M^fl'=l I 2) ', 

NMR (CDCI3) : S 9.20 (d, J = 2 Hz, 1H), 8.65 (dd, J = 5, 2 Hz, 1H), 8.25 (m, 1H), 
5 7.35 (m, 1H), 7.20 (dd, J = 8, 8 Hz, 1H), 6.95-6.75 (m, 3H), 4.25 (t, J = 6.5 Hz, 2H), 
3.80 (s, 2H), 3.75 (s, 3H), 3.10 (s, 2H), 3.00 (t, J = 6.5 Hz, 2H), 2.40 (s, 3H) 0 

mm (1 3 0> 

2- (3- (2- {5-*f-*-2- (4-^fW7x-;u) ^-^^-y- 
10 fr-A-JHs) iF^y) ^^f^f^ 




TLC : Rf 039(^*y-> I WfM^^=2 I 1) ; 
15 NMR (CDCI3) : 6 7.88 (d, J = 8.6 Hz, 2H), 7.27 (d, J = 8.6 Hz, 2H), 7.17 (dd, J = 
7.8, 7.6 Hz, 1H), 6.70-6.88 (m, 3H), 4.22 (t, J = 6.6 Hz, 2H), 3.68 (s, 3H), 3.58 (s, 
2H), 2.96 (t, J = 6.6 Hz, 2H), 2.51 (s, 3H), 2.37 (s, 3H) C 

mm 1 dan 

20 2 - (3 - (2 - (5->^;u-2-v^D7'otr;P^^-9-V*-^-4--r^) 
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TLC:Rf 0.39 : if=6£:r.?-;i/= 1 : i); 

NMR (CDC1 3 ) : S 7.26-7. 16 (m, 1H), 6.85-6.76 (m, 3H), 4. 14 (t, J = 6.8 Hz, 2H), 

5 3.68 (s, 3H), 3.57 (s, 2H), 2.83 (t, J = 6.8 Hz, 2H), 2.21 (s, 3H), 2.04-1.90 (m, 1H), 
1.01-0.89 (m,4H) 0 

mm (1 3 2) 

2- (3- (2- (5-*f"A>-2- (4--h07x^) 
10 xh^fy) 7jc-;I/) if-gg . jtf-Aocx?-* 




TLC:Rf 0.57(^+-9"> :SRxfA/=4 I 3); 
15 NMR (CDQ3) : 5 8.29 (d, J = 9.0 Hz, 2H), 8.13 (d, J = 9.0 Hz, 2H), 7.22 (m, 1H), 
6.77-6.87 (m, 3H), 4.25 (t, J = 6.6 Hz, 2H), 3.86 (s, 3H), 3.58 (s, 2H), 3.00 (t, J = 
6.6 Hz, 2H), 2.42 (s, 3H) 0 

*mm 1 LL3_3j 

20 2- (3- (2- (5-^f-;w-2- (*;'J>-2->f;v) **-9-v-;u- 
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CH 3 



CH3 



TLC:Rf 0.38C\*"9-> >U= 4 13); 

NMR(CDC1 3 ) : S 8.17-8.29 (m, 3H), 7.83 (m, 1H), 7.75 (m, 1H), 7.57 (m, 1H), 

5 7.22 (m, 1H), 6.78-6.86 (m, 3H), 4.29 (t, J = 6.6 Hz, 2H), 3.68 (s, 3H), 3.58 (s, 2H), 
3.05 (t, J = 6.6 Hz, 2H), 2.49 (s, 3H) 0 

m mi (134) 

2- (3- (2- (5-^^-2 - (3-hV7Wn^+y7x^) 



TLC:Rf o.46(^4r^> : g^^f-;i/= 2 : 1); 

15 NMR (CDC1 3 ) : 8 7.91 (dt, J = 7.8, 1.2 Hz, 1H), 7.85-7.82 (m, 1H), 7.45 (t, J = 
7.8 Hz, 1H), 7.28-7. 17 (m, 2H), 6.88-6.77 (m, 3H), 4.24 (t, J = 6.6 Hz, 2H), 3.68 (s, 
3H), 3.58 (s, 2H), 2.97 (t, J = 6.6 Hz, 2H), 2.39 (s, 3H) 0 

mmm i (135) 

20 2 - (3 - (2 - (5->^fl'-2- (2-h V7)VirU* ^y7x^) 



F3CO, 




CH 3 



CH 3 
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TLC:Rf o.43(^+-9-> : |^^^;u=2 

NMR (CDCI3) : 8 8.11-8.04 (m, 1H), 7.49-7.31 (m, 3H), 7.27-7.16 (m, 1H), 6.88- 
5 6.76 (m, 3H), 4.25 (t, J = 6.6 Hz, 2H), 3.68 (s, 3H), 3.58 (s, 2H), 2.99 (t, J = 6.6 Hz, 
2H), 2.39 (s, 3H) 0 

mmi (13 6) 

2- (3- (2-.(4-^f^-2-7x^m , /-^-5-^) .x h 
10 7^-^) 




TLC:Rf 0.37(^^-9-> I M^-^;u=2 : 1); 
15 NMR (CDCI3) : 8 8.02-7.95 (m, 2H), 7.49-7.38 (m, 3H), 7.28-7.18 (m, 1H), 6.90- 

6.77 (m, 3H), 4.22 (t, J = 6.8 Hz, 2H), 3.68 (s, 3H), 3.58 (s, 2H), 3. 16 (t, J = 6.8 Hz, 
2H), 2.22 (s, 3H) 0 

20 2- (3- (2- (5-^f-;u-2- (1, 3-vtW>^/-5-f;i/) 
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HjC:Rf 0.83 (^^"9- > : gfc®x-^= 1 : 1) ; 

NMR (CDC1 3 ) : d 7.51 (dd, J = 8.0, 1.8 Hz, 1H), 7.43 (d, J = 1.8 Hz, 1H), 7.24 (t, 

5 J = 7.8 Hz, 1H), 6.97-6.79 (m, 4H), 6.01 (s, 2H), 4.58 (s, 2H), 4.23 (t, J = 6.8 Hz, 
2H), 3.96 (s, 2H), 2.95 (t, J = 6.8 Hz, 2H), 2.35 (s, 3H), 1.48 (s, 9H) C 

mm 

2- (3- (4- (4->f;V7x^) f7/-^-2-'f;Mf + y) 7 
10 i-fl^f-;!/?-*) gj=& 




UMM l-CM&Ltzik&yg (0.51 g) 9 J -)i>-v- h 9 Kn7 J > 

15 (8mu i : i) nfe&mmizmmL, 2u-&miti-hWA&®®. 
(3.2ml) *m*.x, 3nra^u, mm^mzm.mmix, 

^?#«su Tm®&m*G-rz>*%w<t&® (0.39 g ) 

20 TLC :Rf 0.37 (BfcggJWl/) ; 

NMR (CDd 3 +4 drop of CD3OD) : 3 7.77 (2H, d, J=8.0Hz), 7.45 (lH, s), 7.23- 
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7.31 (3H, m), 6.91-7.05 (3H, m), 5.42 (2H, s), 3.83 (2H, s), 3.08 (2H, s), 2.39 (3H, 
s) 0 

mm (1) ~%.mm2 (13 7) 

5 mmm 1 -emit Ltzit&®<Dttt> •? izmnm id) -mmm 1 (137) 
10 ^mw2 (1) 

6- (3- (4- (4-^f^7i-;v) fry-;i'-2-'f;vxh^y) 7 




15 

TLC : Rf 0.41 (^^r^^ : gj=$X^;U = 1 : 1); 

NMR (CDCI3) : $ 7.78 (2H, d, J=8.0Hz), 7.43 (1H, s), 7.28-7.16 (3H, m), 6.90- 
6.78 (3H, m), 5.42 (2H, s), 2.60 (2H, t, J=7.5Hz), 2.39 (3H, s), 2.34 (2H, t, 
J=7.5Hz), 1.76-1.54 (4H, m), 1.46-1.24 (2H, m) 0 

20 

mm (?.) 

5- (3- (l£7x—/l>-4-'fA'* 7x-*) ^>*>g£ 
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TLC:Rf 0.49 (gjr&x^jl/) ; 

NMR (CDCI3) : S 7.58-7.64 (4H, m), 7.35-7.53 (5H, m), 7.21 (1H, m), 6.78-6.84 

5 (3H, m), 5.09 (2H, s), 2.62 (2H, t, J=7.0Hz), 2.38 (2H, t, J=7.0Hz), 1.64-1.72 (4H, 
m) 0 

mm 

4- (3- (h-7x-^-4-^M^y) 7x-;i/) 

10 




TLC : Rf 0.67 (gfc$J^;U) ; 

NMR (de-DMSO) : S 7.62-7.66 (4H, m), 7.31-7.51 (5H, m), 7. 14 (1H, dd, J=7.5, 
15 7.5Hz), 6.71-6.82 (3H, m), 5.07 (2H, s), 2.52 (2H, t, J=7.0Hz), 2.06 (2H, t, 
J=7.0Hz), 1.74 (2H, tt, J=7.0, 7.0Hz) o 

(4) 

4- (3- (4- (4-^f;l'7x^) f7 1 /-;P-2-^fWh^» 7 
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5 TLC : Rf 0.63 (Hslfexf-*) ; 

NMR (CDC1 3 ) : S 7.78 (2H, d, J=8.0Hz), 7.43 (1H, s), 7.23 (2H, d, J=8.0Hz), 
7.22 (1H, m), 6.81-6.88 (3H, m), 5.41 (2H, s), 2.66 (2H, t, J=7.5Hz), 2.38 (3H, s), 
2.36 (2H, t, J=7.5Hz), 1.96 (2H, tt, J=7.5, 7.5Hz) c 

10 m m (5) 

4- (3- (2- (5 -^f ^- 2 - 7x-;^^fty-^- 4 - ^P) i F 




15 

TLC:Rf 0.47 (gfc$x^;i/) ; 

NMR (CDCI3) : S 7.94-8.02 (2H, m), 7.39-7.48 (3H, m), 7.18 (1H, m), 6.72-6.78 
(3H, m), 4.23 (2H, t, J=6.6Hz), 2.98 (2H, t, J=6.6Hz), 2.64 (2H, t, J=7.2Hz), 2.38 
(3H, s), 2.35 (2H, t, J=7.2Hz), 1.95 (2H, tt, J=7.2, 7.2Hz) 0 

20 

mm (6) 
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6- (3- (2- ;w-2-'7ai-;w^^"tv-;u-4--f;i') .x h 




5 

TLC:Rf 0.41 nn^;i/A : > ^ y -;i/= l 5 : 1) ; 

NMR (CDa 3 ) : S 8.02-7.91 (2H, m), 7.49-7.36 (3H, m), 7.16 (1H, t, J=8.0Hz), 
6.78-6.69 (3H, m), 4.24 (2H, t, J=7.0Hz), 2.98 (2H, t, J=7.0Hz), 2.58 (2H, t, 
J=7.5Hz), 2.38 (3H, s), 2.34 (2H, t, J=7.5Hz), 1.75-1.54 (4H, m), 1.45-1.25 (2H, m) 0 

10 

■mm (7) 

5- (3- (2- (5-^f;l'-2-7x^m , /-Jl'-4-'f;i/) ju y 



O 



15 




TLC : Rf 0.36(^nn^;l/A : ^ ^y-;l/= l 5 : 1) ; 

NMR (CDC1 3 ) : S 8.04-7.92 (2H, m), 7.49-7.36 (3H, m), 7.17 (1H, t, J=8.0Hz), 
6.78-6.68 (3H, m), 4.24 (2H, t, J=7.0Hz), 2.98 (2H, t, J=7.0Hz), 2.68-2.53 (2H, m), 
20 2.45-2.30 (5H, m), 1.79-1.56 (4H, m)„ 



2- (3- (3- (l£7x-*/-4->f h*v) 7x-;i/) :/nii*;i^*) 
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5 TLC:Rf 0.38 n n*;i/A : * 9 J —fr= 1 0 : 1 ) ; 

NMR. (CDC1 3 ) : 8 7.35-7.64 (9H, m), 7.22 (1H, m), 6.78-6.86 (3H, m), 5.09 (2H, 

s), 3.25 (2H, s), 2.70 (2H, t, J=7.5Hz), 2.67 (2H, t, J=7.5Hz), 1.94 (2H, tt, J=7.5, 
7.5Hz) 0 

10 mm 

2- (3- (3- (4- (4-^f-;W"7x-;U) f7y-;K2-fw 




15 

TLC-.Rf 0.41 (^nn^jl/i^ : ^ ^y-;i/= 1 0 : 1) ; 

NMR (CDCI3) : S 7.75 (2H, d, J=8.0Hz), 7.43 (1H, s), 7. 18-7.26 (3H, m), 6.80- 

6.91 (3H, m), 5.44 (2H, s), 3.23 (2H, s), 2.71 (2H, t, J=7.4Hz), 2.65 (2H, t, 
J=7.4Hz), 2.38 (3H, s), 1.93 (2H, tt, J=7.4, 7.4Hz) 0 
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mm 2 do) 

6- (2- (2- (5-^f^-2-7x-J^Hy-^-4-^b) x|. 



TLC:Rf o.50(^nD*;»/A : ^ ^y-;w= i o : l) ; 

NMR (CDC1 3 ) : 8 7.95-8.00 (2H, m), 7.39-7.44 (3H, m), 7.07-7. 17 (2H, m), 6.81- 
10 6.88 (2H, m), 4.23 (2H, t, J=6.7Hz), 3.00 (2H, t, J=6.7Hz), 2.57 (2H, t, J=7.3Hz), 
2.37 (3H, s), 2.30 (2H, t, J=7.4Hz), 1.46-1.69 (4H, m), 1.22-1.40 (2H, m) 0 

mm 2(11) 

2- (3- (f7x^-4-^M h*v) 7x-)MfWt) 



TLC : Rf 0.39(Mxf^); 

NMR (CDCI3) : 5 7.60-7.64 (4H, m), 7.22-7.53 (6H, m), 6.89-7.02 (3H, m), 5. 11 



5 
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(2H, s), 3.83 (2H, s), 3.10 (2H, s) 0 

mm (1 2) 

2- (3- (2- (5-^f;i'-2-7i-;i'W/-n'-4-'f;i') -xb 

5 *v) 7x-^^Wt) ftgfi 




TLC:Rf 0.33 (iixf;i/) ; 
10 NMR (CDC1 3 ) : $ 7.95-8.00 (2H, m), 7.40-7.47 (3H, m), 7.21 (1H, dd, J=8.0, 
8.0Hz), 7.03 (1H, dd, J=2.0, 1.0Hz), 6.88 (1H, ddd, J=8.0, 3.0, 2.0Hz), 6.81 (1H, 
ddd, J=8.0, 3.0, 1.0Hz), 4.28 (2H, t, J= 7.5Hz), 3.86 (2H, s), 3.16 (2H, s), 2.98 (2H, 
t, J=7.5Hz), 2.39 (3H, s) 0 

15 3zmm 2(13) 

5- (2- (2- (5->f^-2-7x-;^W-^-4-^V) ih 




20 

TLC:Rf 0.58(?nn*;i/A : ^*/-;i/=9 : 1); 

NMR (CDCI3) : (J 8.00-7.95 (2H, m), 7.50-7.35 (3H, m), 7.20-7.05 (2H, m), 6.90- 
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6.80 (2H, m), 4.25 (2H, t, J = 7 Hz), 3.05 (2H, t, J = 7 Hz), 2.60 (2H, t, J = 7 Hz), 
2.40 (3H, s), 2.35 (2H, t, J = 6 Hz), 1.80-1.50 (4H, m) e 

mm (i4) 

5 6- (2- (4- (4-*f- )UyjL-)U) f7y-^-2-^;Mh*y) 7 




10 TLCrRf 0.76 ; 

NMR (CDC1 3 ) : 8 7.79 (2H, d, J=8.4Hz), 7.44 (1H, s), 7.15-7.26 (4H, m), 6.91- 

6.98 (2H, m), 5.41 (2H, s), 2.73 (2H, t, J=7.4Hz), 2.38 (3H, s), 2.36 (2H, t, 
J=7.3Hz), 1.62-1.78 (4H, m), 1.37-1.52 (2H , m) 0 

15 mm (is) 

2- (3- (3- (2- (5-^f^-2-7x-;i/tW-^-4-^l/) 




tlc : Rf 0.42(^na*;i/A : > ^y-;u= 1 0 : 1) ; 
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NMR (CDa 3 ) : 8 7.94-7.98 (m, 2H), 7.41-7.44 (m, 3H), 7.16 (dd, J m 7.7, 7.7 Hz, 
1H), 6.89 (m, 1H), 6.72-6.76 (m, 2H), 4.29 (t, J = 7.2 Hz, 2H), 3.23 (s, 2H), 3.01 (t, 
J = 7.2 Hz, 2H), 2.72 (t, J = 6.7 Hz, 2H), 2.66 (t, J = 6.7 Hz, 2H), 2.40 (s, 3H), 1.94 
(tt, J = 6.7, 6.7 Hz, 2H) 0 

5 

mwz (1 6) 

2- (3- (2- (lf7x-;l/-4 -4 )V) x(.^y) i^-fr* 



10 




TLC :Rf 0.43(^no*;WA : ^ ^/-;w= 1 o : 1) ; 

NMR (CDa 3 ) : 8 7.52-7.61 (m, 4H), 7.34-7.47 (m, 5H), 7.23 (dd, J = 8.0, 8.0 Hz, 
1H), 6.80-6.92 (m, 3H), 4.21 (t, J = 6.8 Hz, 2H), 3.81 (s, 2H), 3.14 (t, J = 6.8 Hz, 
15 2H), 3.11 (s, 2H)o 

mm (j 7) 

2- (4 nn-3 - (2- ( 5 -* f-fr- 2 -7 x.-Pt^V-fr- 4 
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TLC : Rf 0.38 (tK: *9 ^nn*;l/A=i : 10 : 100); 

NMR (CDC1 3 ) : $ 7.99 (m, 2H), 7.50-7.40 (m. 3H), 7.28 (d, J = 8.0 Hz, 1H), 7. 15 
(d, J = 2.0 Hz, 1H), 6.82 (dd, J = 8.0, 2.0 Hz, 1H), 6.30 (br., 1H), 4.38 (t, J = 6.5 Hz, 
2H), 3.85 (s, 2H), 3.18 (s, 2H), 3.03 (t, J = 6.5 Hz, 2H), 2.42 (s, 3H) 0 

mmi (is) 

2- (4 -^nn-3 - (4- (4 ?-)l<-7 z.-fr) f 7 7-^-2-^1/ 



10 




TLC : Rf 0.42 (tJc : * 9 >> -A> : 9 n n = 1 : 1 0 ! 10 0); 
NMR (CDCI3) : 8 7.73 (d, J = 8.0 Hz, 2H), 7.44 (s. 1H), 7.33 (d, J = 8.0 Hz, 1H), 
7.22 (d, J = 8.0 Hz, 2H), 7.11 (d, J = 2.0 Hz, 1H), 6.91 (dd, J = 8.0, 2.0 Hz, 1H), 
15 5.50 (s, 2H), 3.80 (s, 2H), 3.04 (s, 2H), 2.37 (s, 3H) Q 

m m (19) 

2- (3- (lf7i-A'-4-'f;Mh^» -4-?nD7i-JMW 
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OH 



TLC:Rf 0.34 (tK: * 9 J \ ?on*;i/A=l : 10:100); 
NMR (CDd 3 ) : 8 7.65-7.35 (m, 9H), 7.33 (d, J = 8.0 Hz, 1H), 7.01 (d, J = 2.0 Hz, 
5 1H), 6.87 (dd, J = 8.0, 2.0 Hz, 1H), 5.20 (s, 2H), 3.79 (s, 2H), 3.02 (s, 2H) 0 

W mi (2Q) 

2- (3- ( (2E) -3- (^71-^-4-^^) ^n^-^jj-*^) 7 



TLC:Rf 0.29(^nn^;WA : *9S-)l'=l 0 : 1); 

NMR (CDC1 3 ) : S 7.22-7.62 (m, 10H), 6.74-6.97 (m, 4H), 6.45 (dt, J = 16.0, 5.6 
15 Hz, 1H), 4.73 (d, J = 5.6 Hz, 2H), 3.84 (s, 2H), 3.12 (s, 2H) 0 

mm (2\) 

2- (3- (3- (e7xx;i/-4-^;i') 7*n^y) 7x-;M.f;^t) 
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TLC : Rf 0.29(^DD*;|/A:^^y-;l/=2 0 : 1); 
5 NMR(CDC1 3 ): S 7.19-7.61 (m, 10H), 6.78-6.93 (m, 3H), 4.00 (t, J = 6.1 Hz, 2H), 
3.82 (s, 2H), 3.12 (s, 2H), 2.86 (t, J = 7.6 Hz, 2H), 2.14 (tt, J = 7.6, 6.1 Hz, 2H) 0 

mm (2 2) 

2- (3- (2- (5-^f-^-2 -7x-)^H v /-*-4 




TLC : Rf 0.52(^nn*;PA : * ?;-)U=Q ; 1) ; 
15 NMR (CDC1 3 ) : * 8.00-7.90 (m, 2H), 7.45-7.35 (m, 3H), 7.20 (t, J = 7.5 Hz, 1H), 

6.90-6.75 (m, 3H), 4.20 (t, J = 7 Hz, 2H, ), 3.60 (s, 2H), 2.95 (t, J = 7 Hz, 2H), 
2.35(s, 3H) 0 

**«2 (2 3) 

20 2 - (3 - (\£y^=-)V-4 ->f )V* h^fy) f'J y >- 5 - 'f ^^f Jl'f t) 
ft® 
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TLC:Rf 0.14 (tK : * ?s>-)V : ?on^M= i:io:ioo); 
5 NMR (DMSO-dg) : 6 8.27 (d, J = 3.0 Hz, 1H), 8.12 (d, J= 1.5 Hz, 1H), 7.75-7.30 
(m, 10H), 5.23 (s, 2H), 3.83 (s, 2H), 3.15 (s, 2H)„ 

mm (2 4) 

2- (3- (4' --/ne^lf7jt-JU-4->f h*y) 7i-;Mf^ 

io 



TLC:Rf 0.41 (gfc&X?-^) ; 
15 NMR (CDC1 3 ) : * 7.60 (d, J = 8.3 Hz, 2H), 7.51 (d, J = 8.2 Hz, 2H), 7.48 (d, J = 
8.3 Hz, 2H), 7.26 (dd, J = 7.8, 7.8 Hz, 1H), 7.25 (d, J = 8.2 Hz, 2H), 6.88-7.01 (m, 
3H), 5.10 (s, 2H), 3.83 (s, 2 H), 3.10 (s, 2H), 2.63 (t, J =7.4 Hz, 2H), 1.68 (tq, J = 
7.4, 7.4 Hz, 2H), 0.97 (t, J = 7.4 Hz, 3H)» 
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mHbM2 (2 5) 

2- (3- (4- (tf *)V>- 4 — fAO 7i-;M h*vO 7i^Mf)P 



5 




TLC:Rf 0.47(^no^;UA : ^ ^/-;i/=5 : 1) ; 

NMR (CDC1 3 + 17 drops of CD5OD) : 8 8.53 (d, J = 5.8 Hz, 2H), 7.61 (d, J = 8.0 
Hz, 2H), 7.49-7.52 (m, 4H), 7. 18 (dd, J = 7.7, 7.7 Hz, 1H), 6.80-6.95 (m, 3H), 5.07 
10 (s, 2H), 3.76 (s, 2H), 3.02 (s, 2H) 0 

^ttiflll2 (2 6) 

2- (3- (4- (fef U W-Z -4 ;P) 7x-JM h + i/) 7i-^^ff 




TLC :Rf 0.44(^no*;i/A : p< ^y-;|/=5 ; 1) ; 

NMR (DMSO-d,;) : S 8.88 (d, J = 1.5 Hz, 1H), 8.56 (dd, J = 4.8, 1.5 Hz, 1H), 8.05 
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(m, 1H), 7.72 (d, J = 8.0 Hz, 2H), 7.54 (d, J - 8.0 Hz, 2H) t 7.48 (m, 1H), 7. 19 (dd, J 
- 8.0, 8.0 Hz, 1H), 6.86-6.9 9 (m, 3H), 5.11 (s, 2H), 3.73 (s, 2H), 2.99 (s, 2H) 0 

(2 7) 

5 2- (3- (4- (1, 3-V**y-4>yy-5-4)l') 7jl-)\s* 



10 TLC : Rf 0.28(^nn*;UA : *9J-)V=\ 0 : 1)| 

NMR (CDC1 3 ) : 8 7.53 (d, J = 8. 1 Hz, 2H), 7.47 (d, J = 8.1 Hz, 2H), 7.26 (dd, J = 
7.8, 7.8Hz, 1H), 6.86-7.07 (m, 6H), 6.00(s, 2H), 5.09 (s, 2H), 3.83 (s, 2H), 3.10 (s, 
2H) 0 • 

15 mm m2 (28) 

2- (3- (4- (tTV VV-1 -<i&) 7x-Wb4rv) y 
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TLC:Rf 0.50(?nn*;i/A : * 1 o : 1) ; 

NMR (CDQ 3 +3 drops of CD 3 OD) : 8 8.64 (ddd, J = 5.0, 1.6, 1.4 Hz, 1H), 7.90 (d, 
J = 8.6 Hz, 2H), 7.67-7.82 (m, 2H), 7.51 (d, J = 8.6 Hz, 2H), 7.18-7.29 (m, 2H), 
5 6.84-6.94 (m, 3H), 5.13 (s, 2H), 3 .77 (s, 2H), 3.00 (s, 2H)o 

mm (2 9) 

2- (5- (lf7x-jl'-4-'f;Mh^y) -2--fn7x-JMW 

*) wm 

10 




TLC:Rf 0.40(^nn^;i/A : ^ ^y-;U= 1 0 : 1) I 

NMR (CDC1 3 ) : 8 8. 16 (d, J = 9.0 Hz, 1H), 7.56-7.65 (m, 4H), 7.32-7.51 (m, 5H), 

15 7.04 (d, J = 2.8 Hz, 1H), 6.99 (dd, J = 9.0, 2.8 Hz, 1H), 5.21 (s, 2H), 4.25 (s, 2H), 
3.09 (s, 2H) 0 

mwmz L3_pj 

2- (3- (tf7i^;i/-4 -4 /M -4-- Yuy x.=.)V^^)V^- 

20 *) mm 
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TLC:Rf 0.25(^on^;i/A : * $ J \ 0 : 1) ; 

NMR (CDa 3 ) : 8 7.85 (d, J = 8.4 Hz, 1H), 7.35-7.64 (m, 9H), 7.17 (d, J = 1.6 Hz, 
1H), 7.00 (dd, J = 8.4, 1.6 Hz, 1H), 5.29 (s, 2H), 3.84 (s, 2H), 3.03 (s, 2H) C 

mm (3 1) 

2- (3- (4- (i, 3 -vtw yy>-t-4)v) 7i-wh+>') 




TLC : Rf 0.35(^nn*;i/A : * * 10: 1) ; 

NMR (CDC1 3 ) : $ 7.73 (d, J = 8.5 Hz, 2H), 7.50 (d, J = 8.5 Hz, 2H), 7.25 (dd, J = 
8.0, 8.0Hz, 1H), 6.80-7.08 (m, 6H), 6.01 (s, 2H), 5.11 (s, 2H), 3.82(s, 2H), 3.08 (s, 
2H) 0 

2- (3- (2-7x-;^7V-;v-4-'fJM Ry) 7x-;Mf;t'f 
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5 TLC: Rf 0.42 n n*;l/A : * ? J -;U= l 0 : 1 ) ; 

NMR (CDC1 3 ) : S 8.80 (brs, 1H), 7.90-7.96 (m, 2H), 7.40-7.45 (m, 3H), 7.32 (s, 
1H), 7.25 (dd, J = 7.8, 7.8 Hz, 1H), 6.89-7.03 (m, 3H), 5.27 (s, 2H), 3.82 (s, 2H), 
3.09 (s, 2H) 0 

10 mmM2 (3 3) 

2- (3- (2- (5-^f-^-2- (4-^f^7x-Jl/) j-wf-JU- 




15 

TLC : Rf 0.42(^on*;i/A : **?J-)V=\ 0 : 1); 

NMR (CDCI3) : 5 7.86 (d, J = 8.0 Hz, 2H), 7.25-7. 17 (m, 3H), 7.07 (s, 1H), 6.88 
(d, J = 7.8 Hz, 1H), 6.80 (dd, J = 8.0, 1.4 Hz, 1H), 4.29 (t, J =7.7 Hz, 2H), 3.87 (s, 
2H), 3.18 (s, 2H), 2.96 (t, J = 7.7 Hz, 2H), 2.39 (s, 3H), 2.37 (s, 3H) C 

20 

mm (3 4) 

2- (3- (2- (2-7x^f7V*-^-4 -4 fr) x^y) 7i-Jb 
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TLC:Rf o.46(^on*;w^ : ^ *y-;u= 1 0 I 1) ; 
5 NMR(CDa 3 ): S 7.90-7.95 (m, 2H), 7.39-7.46 (m, 3H), 7.23 (dd, J = 7.8, 7.8 Hz, 
1H), 7.08 (s, 1H), 6.81-6.98 (m, 3H), 4.38 (t, J = 7.0 Hz, 2H), 3.83 (s, 2H), 3.30 (t, J 
= 7.0 Hz, 2H), 3.12 (s, 2H ) 0 

mm (3 5) 

10 2- (3- (2- (5 f-&- 2 - (4- h*)-7)V*u *7-)\,7*-)U) * 




15 TLC : Rf 0.27 (^DD*U:^^ -;U= 10: 1 ) ; 

NMR (CDa 3 ) : $ 8.09 (d, J = 9.0 Hz, 2H), 7.70 (d, J = 9.0 Hz, 2H), 7.22 - 6.79 

(m, 4H), 4.29 (t, J = 7.5 Hz, 2H), 3.86 (s, 2H), 3.17 (s, 2H), 2.99 (t, J = 7.5 Hz, 2H), 
2.42 (s, 3H) 0 

20 mttiM2 (3 6) 

2- (3- (2- (2-7x^t^t7-;k-4-'f;l') xf^y) 7i- 
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TLC : Rf 0.34(^nn*:;i/A : > ^y-;W= 1 0 : 1) ; 

NMR (CDC1 3 ) : S 7.99-8.04 (m, 2H), 7.58 (s, 1H), 7.42-7.47 (m, 3H), 7.23 (dd, J 
5 = 7.7, 7.7 Hz, 1H), 6.89-6.95 (m, 2H), 6.83 (dd, J = 7.7, 2.5 Hz, 1H), 4.30 (t, J = 7. 1 
Hz, 2H), 3.84 (s, 2H), 3.14 (s, 2H), 3.08 (t, J = 7.1 Hz, 2H) 0 

3Btti W2 (3 7) 

2- (3- (2- (5-***- 2- (4-7^D7x^) 
10 -4--f;W ^b*v) 7i-;v^f^ft) w^St 

TLC : Rf 0.39 n n*;UA : ^ * J -)\,= \ Q \ \ ) ; 
15 NMR (CDCI3) : S 7.97 (dd, J = 8.8, 5.2 Hz, 2H), 7.24-7.07 (m, 3H), 6.97 (m, 1H), 

6.89 (d, J = 7.6 Hz, 1H), 6.79 (dd, J = 8.0, 1.8 Hz, 1H), 4.25 (t, J = 7.1 Hz, 2H), 
3.82 (s, 2H), 3.13 (s, 2H), 2.9 7 (t, J = 7.1 Hz, 2H), 2.37 (s, 3H) e 

mmm'2 (3 8) 

20 2- (3- (2- (5 2- (l, 3- 9 J***M>yy-5-<(A>) 



162 



WO 99/46232 



PCT/JP99/01134 




TLC : Rf 0.30 (> O n A \ } $ J —)U= 10: 1 ) ; 

NMR (CDC1 3 ) : £ 7.53 (d, J = 8.4 Hz, 1H), 7.44 (d, J = 2.0 Hz, 1H), 7.21 (t, J = 

5 7.9 Hz, 1H), 7.05 (s, 1H), 6.90-6.78 (m, 3H), 6.02 (s, 2H), 4.27 (t, J = 7.4 Hz, 2H), 
3.87 (s, 2H), 3.18 (s, 2H), 2,95 (t, J = 7.4 Hz, 2H), 2.36 (s, 3H) C 

mm (3 9) 

5- (3- (3- (5-^f;i'-2-7x-^W/-Jl'-4->f^) 7n 
10 7i-)P) s<>?VWl 




TLC:Rf 0.63(?nn*;WA : *?y-)\,= 9 : 1) ; 
15 NMR (CDCI3) : 5 8.05 -7.95 (m, 2H), 7.50-7.40 (m, 3H), 7.15 (m, 1H), 6.80-6.70 

(m, 3H), 4.00 (t, J - 6 Hz, 2H), 2.75 (t, J = 7 Hz, 2H), 2.60 (m, 2H), 2.35 (m, 2H), 
2.30 (s, 3H), 2.15 (m, 2H), 1.75-1.60 (m, 4H) 0 

mm (4 0) 

20 2 - (3 - (2 - (5-^f-;i/-2- **^S~)l,- 
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TLC : Rf 0.29(?no*;i/A : > 1 0 : 1) | 

NMR (CDC1 3 ) : 8 7.92 (d, J = 8.8 Hz, 2H), 7.41 (d, J = 8.8 Hz, 2H), 7.21 (t, J = 
5 7.9 Hz, 1H), 7.02 (m, 1H), 6 89 (d, J = 8.0 Hz, 1H), 6.81 (d, J = 8.0 Hz, 1H), 4.27 (t, 
J = 7.8 Hz, 2H), 3 86 (s, 2H), 3.16 (s, 2H) , 2.97 (t, J = 7.8 Hz, 2H), 2 39 (s, 3H) 0 

1112 (4 1) 

2- (3- (5-^f/l'-2-7xifl/tW-^-4-'f 7 
10 H=g£ 




TLC : Rf 0.37(^nn*;i/A ; ^ ^y-;u=9 : 1) ; 
15 NMR(CDa 3 ): 5 8.05 -7.95 (m, 2H), 7.50-7.40 (m, 3H), 7.25 (dd, J = 7.5, 7.5 Hz, 
1H), 7.05 (m, 1H), 6.95-6.85 (m, 2H), 5.05 (s, 2H), 3.80 (s, 2H), 3.15 (s, 2H), 2.45 
(s, 3H) 0 

% MIJ2 (4 2) 

20 2- (3- (3- (5-^f L ;u-2-7x-;u*^y-;i'-4-'f;i/) -fu 
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TLC : Rf 0.42(^nn*;l/A : J 9 /-;l/= 9 : 1) I 

NMR (CDC1 3 ) : 8 8.00 -7.90 (m, 2H), 7.45-7.40 (m, 3H), 7.25 (dd, J = 8, 8 Hz, 

5 1H), 6.95-6.85 (m, 2H), 6.80 (m, 1H), 4.15 (t, J = 6.5 Hz, 2H), 3.85 (s, 2H), 3. 10 (s, 
2H), 2.65 (t, J = 7.5 Hz, 2H), 2.30 (s, 3H), 2.10 (m, 2H) 0 

mm (4 3) 

2- (3- (2- (5-^f-^-2 -7xz;l/^H'/-^-4 -4/10 h 
10 *v) 7x-;P) -2-**)V-fuj*y%i 




TLC :Rf 0.51(^nn*;l/A : >^y-;i/=i o : 1); 
15 NMR (CDQ 3 ) : 8 7.96-8.01 (m, 2H), 7.40-7.45 (m, 3H), 7.22 (dd, J = 8.0, 8.0 Hz, 
1H), 6.92-6.98 (m, 2H), 6.78 (m, 1H), 4.22 (t, J = 6.6 Hz, 2H), 2.98 (t, J = 6.6 Hz, 
2H), 2.36 (s,3H), 1.57 (s, 6H) 0 

gfigffl]2 (4 4) 

20 2 - (3 - (2- (5 -^f-^- 2 - (2-^f;i'7x-;l/) ir^V-iv- 
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TLC : Rf 0.38(?nn*;UA : * ?;~)\,= \ 0 : 1) ; 

NMR (CDCI3) : S 7.89 (m, 1H), 7.33-7. 17 (m, 4H), 6.99-6.79 (m, 3H), 4.29 (t, J = 
5 7.2 Hz, 2H), 3.83 (s, 2H), 3.12 (s, 2H), 2.99 (t, J = 7.2 Hz, 2H), 2.61 (s, 3H), 2.39 (s, 
3H) 0 

**«2 

2- (3- (2- (5 -*f-/U-2- (3-^W7x^) fr^MJ-V-*- 
10 4--TJU) x^y) 7x^MWt) ftS 




TLC :Rf 0.39(^nn^;VA:>^/-jl/=10 : 1); 
15 NMR (CDCI3) : 5 7.79 (m, 2H), 7.37-7. 17 (m, 3H), 7.03 (m, 1H), 6. 88 (d, J = 7.4 

Hz, 1H), 6.81 (m, 1H), 4.28 (t, J = 7.2 Hz, 2H), 3.86 (s, 2H), 3.16 (s, 2H), 2.98 (t, J 
= 7.2 Hz, 2H), 2.40 (s, 3H), 2.39 (s, 3H) 0 

m m (4 6) 

20 2- (3- (2- (5 2 - (4->F+->7x^) 
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TLC:Rf o.43(^nn*;i/A : *?/-;w=i o : l); 

NMR (CDC1 3 ) : 3 7.92 (d, J = 9.0 Hz, 2H), 7.20 (dd, J = 7.9, 7.9 Hz, 1H), 7.05 (m, 
5 1H), 6.95 (d, J = 9.0 Hz, 2H), 6.78-6.90 (m, 2H), 4.27 (t, J = 7.4 Hz, 2H), 3.86 (s, 
2H), 3.85 (s, 3H), 3.17 (s, 2H), 2.96 (t, J = 7.4 Hz, 2H), 2.36 (s, 3H) 0 

m m (4 7) 

2- (3- (2- (5-^^-2- (4--f0 7x-;l/) t^V-)V- 
10 4--f^) i^y) 7*-** 




TLC:Rf 0.48(?nn*;i/A : **y-;w=9 : 1); 
15 NMR (CDC1 3 ) : d 8.29 (d, J = 9.0 Hz, 2H), 8. 13 (d, J = 9.0 Hz, 2H), 7.22 (dd, J = 
8.0, 8.0 Hz, 1H), 6.88-6.94 (m, 2H), 6.80 (dd, J = 8.0, 1.6 Hz, 1H), 4.27 (t, J = 6.5 
Hz, 2H), 3.82 (s, 2H), 3.13 (s, 2H), 3.00 (t, J = 6.5 Hz, 2H), 2.43 (s, 3H) 0 

^fcS«2 Ufi) 

20 2 - (3 - (2 - (5 -^f^-2-7x-WW-;!'-4-^V) J- h 
*y) -5-^OD7i-Wfm) 
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tlc : Rf 0.26 o u : y ? y -)v : i o 0 : 10: 1 ) ; 

NMR (CDC1 3 ) : $ 7.95-8.00 (m, 2H), 7.41-7.47 (m, 3H), 6.93 (m, 1H), 6.89 (m, 
5 1H), 6.81 (dd, J = 2.0, 2.0 Hz, 1H), 4.27 (t, J = 7.2 Hz, 2H), 3.81 (s, 2H), 3. 17 (s, 
2H), 2.97 (t, J = 7.2 Hz, 2H), 2. 39 (s, 3H) 0 

mm (4 9) 

2- (3- (2- (5 -^^;i/-2 -7x-;^+t7-^- 4 ->f;i/) xh 
10 +y) -2-^f;i'7x-;Mf;i'ft) 



TLC : Rf 0.29(^nD*;i/A : ;-)\,= l 0 : 1) ; 
15 NMR (CDCI3) : 8 8.00-7.95 (m, 2H), 7.45-7.40 (m, 3H), 7.06 (t, J = 8.0 Hz, 1H), 
6.85-6.78 (m, 2H), 4.23 (t, J = 6.5 Hz, 2H), 3.84 (s, 2H), 3.13 (s, 2H), 3.01 (t, J = 
6.5 Hz, 2H), 2.38 (s, 3H), 2.22 (s, 3H) 0 

mm (so) 

20 2 - (1 - (3 - (2 - (5-^f;i'-2-7xzWt^-4-'f;V) 
x^y) 7i-)l/) xf^f-t) gfc$ 
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CH 3 



KJ o 



OH 



CH 3 



tlc : Rf o.38 (^nD/tM:^; -;u= 10: l ) ; 

NMR (CDCl 3 ) : 8 8.00-7.94 (m, 2H), 7.46-7.39 (m, 3H), 7.23 (t, J = 7.8 Hz, 1H), 
5 7.01 (bis, 1H), 6.93 (brd, J = 8.0 Hz, 1H), 6.83-6.78 (m, 1H), 4.27 (t, J = 7.2 Hz, 
2H), 4.18 (q, J =7.0 Hz, 1H), 3.06 (d, J = 15.6 Hz, 1H), 3.04(d, J= 15.6 Hz, 1H), 
2.96 (t, J = 7.2 Hz, 2H), 2.38 (s, 3H), 1.58 (d, J = 7.0 Hz, 3H) 0 

g*fcflB2 (5ii 

10 2- (3- (2- (5-^f;V-2-7x^;^W-^-4 — f/l/) - l 




15 TLC : Rf 0.37 o n A ; * ? J 1 0 : 1 ) ; 

NMR (CDCi 3 ) : 8 8.00-7.94 (m, 2H), 7.45-7.38 (m, 3H), 7. 18 (t, J = 7.2 Hz, 1H), 
7.04 (bis, 1H), 6.89-6.77 (m, 2H), 4.77 (m, 1H), 3.83 (s, 2H), 3.16(d, J = 15.0 Hz, 
1H), 3. 10 (d, J = 15.0 Hz, 1H), 3.01 (dd, J = 14 .2, 5.4Hz, 1H), 2.63 (dd, J = 14.2, 
7.8 Hz, 1H), 2.35 (s, 3H), 1.34 (d, J = 6.2 Hz, 3H) G 



3a*0H2 (5 2) 

2- (3- (2- (5- hU7;i/tnptf-;w-2-7i-;u^-^^y-;i/-4 



20 
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TLC : Rf 0.23(?no*;i/A : **J-)\,= 2 0 : 1); 
5 NMR (CDa 3 ) : S 8. 10-8.01 (m, 2H), 7.58-7.42 (m, 3H), 7.22 (t, J = 8.0Hz, 1H), 
6.96-6.87 (m, 2H), 6.81 (m, 1H), 4.31 (t, J =7.0 Hz, 2H), 3.81 (s, 2H), 3.20 (t, J = 
7.0 Hz, 2H), 3.10 (s, 2H)„ 

•mmm 2 (53) 

10 2- (3- (2- (5-^f;i'-2-7x-j^W'-^-4->f^) 




15 TLC : Rf 0.38 : ft»xf^= 1 ; 3) ; 

NMR (CDC1 3 ) : 8 8.00-7.91 (m, 2H), 7.38-7.33 (m, 3H), 7.06 (t, J = 8.0 Hz, 1H), 
6.83-6.67 (m, 3H), 4.18-3.94 (m, 2H), 3.67 (s, 2H), 3.15 (m, 1H), 3.08 (s, 2H), 2.31 
(s, 3H), 1.34 (d, J = 7.0 Hz, 3H)„ 

20 mmm lsm 

2- (3- (2- (5 - > f* - 2 - 7x^t*t*/-* - 4 -'f to) J~ Y 
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TLC: Rf 0.37(^on*;UA : ?y-;i/ = 10: 1); 

NMR (CD3OD) : S 7.98-7.93 (m, 2H), 7.50-7.41 (m, 3H), 7. 15 (t, J = 7.8 Hz, 1H), 
5 6.94-6.86 (m, 2H), 6.76 (m, 1H), 4.24 (t, J = 6.6 Hz, 2H), 3.73 (d, J = 13.2 Hz, 1H), 
3.72 (d, 13.2 Hz, 1H) 3.27 (q, J = 7.0 Hz, 1H), 2.96 (t, J = 6.6 Hz, 2H), 2.37 (s, 3H), 
1.34 (d, J = 7.0 Hz, 3H) 0 

mmM2 (5 5) 

10 2- (3- (2- (5 -***-2- (4-J-f-;l'7jc-;i/) tw>s-fr- 




15 TLC:Rf 0.33 (tK : *9 J-fr\ ^ODWA= 1 : 10: 100); 

NMR (CDCI3) : 8 7.88 (d, J - 8.5 Ha 2H), 7.26 (d, J = 8.5 Hz, 2H), 7.20 (dd, J - 
8.0, 8.0 Hz, 1H), 7.01 (d, J = 2.5 Hz, 1H), 6.88 (d, J - 8.0 Hz, 1H), 6.80 (dd, J = 8.0, 
2.5 Hz, 1H), 4.26 (t, J = 7.0 Hz, 2H), 3.8 4 (s, 2H), 3.15 (s, 2H), 2.97 (t, J = 7.0 Hz, 
2H), 2.68 (q, J = 7.5 Hz, 2H), 2.37 (s, 3H), 1.25 (t, J = 7.5 Hz, 3H)o 

20 

mm ll&j 

2- (3- (2- (5 -^f-^-2 - (2, 2-^7;Vto-l, 3-m 
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F 



5 TLC:Rf 0.31 (t(c: ^odwa=i : 1 o : 100); 

NMR (CDC1 3 ) : 8 7.75 (dd, J = 8.5, 2.0 Hz, 1H), 7.69 (d, J = 2.0 Ha 1H), 7.21 
(dd, J = 8.0, 8.0 Hz, 1H), 7. 11 (d, J = 8.5 Hz, 1H), 6.96 (d, J = 2.5 Hz, 1H), 6.89 (d, 
J = 8.0 Hz, 1H), 6.80 (dd, J = 8.0, 2.5 Hz, 1 H), 4.25 (t, J = 7.0 Hz, 2H), 3.83 (s, 2H), 
3.14 (s, 2H), 2.97 (t, J = 7.0 Hz, 2H), 2.38 (s, 3H) 0 

10 

2- (3- (2- (5 -^f-^-2 - (4-7'ntf;W7i-;i/) 



15 




TLC : Rf 0.50 (#L \ * ? J -)V ; ? uu*)\,l±= \ ; 10: 100); 
NMR (CDa 3 ) : 8 7.88 (d, J = 8.5 Hz, 2H), 7.24 (d, J = 8.5 Hz, 2H), 7.20 (dd, J = 
8.0, 8.0 Hz, 1H), 7.02 (d, J = 2.5 Hz, 1H), 6.88 (d, J = 8.0 Hz, 1H), 6.80 (dd, J = 8.0, 
20 2.5 Hz, 1H), 4.27 (t, J = 7.5 Hz, 2H), 3.8 5 (s, 2H), 3. 16 (s, 2H), 2.97 (t, J = 7.5 Hz, 
2H), 2.62 (t, J = 7.5 Hz, 2H), 2.37 (s, 3H), 1.65 (m, 2H), 0.94 (t, J = 7.5 Hz, 3H) 0 
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mm 2 (5 8) 

2- (3- (2- (5-^f-;i/-2- (4->f V^aif^yjt:-^) **y- s S 



nx::Rf 0.53 (tK i > 9 J -fr : ^nn*w= i : i o : 1 o 0) ; 

NMR (CDC1 3 ) : S 7.89 (d, J = 8.0 Hz, 2H), 7.29 (d, J = 8.0 Hz, 2H), 7.21 (dd, J = 
8.0, 8.0 Hz, 1H), 7.06 (d, J = 2.5 Hz, 1H), 6.88 (d, J = 8.0 Hz, 1H), 6.81 (dd, J = 8.0, 
10 2.5 Hz, 1H), 4.28 (t, J = 7.5 Hz, 2H), 3.8 7 (s, 2H), 3. 17 (s, 2H), 2.97 (t, J = 7.5 Hz, 
2H), 2.94 (m, 1H), 2.38 (s, 3H), 1.26 (d, J =7.0 Hz, 6H) C 

mm 2 (5 9) 

2- (3- (2- (5-^^-2-71-^7^-4-^^) 
15 v) 7i-WW*) 



TLC:Rf 0.32(?nu*;WA : * 9 j 1 0 : 1) ; 
20 NMR (CDCI3) : d 7.88-7.82 (m, 2H), 7.45-7.34 (m, 3H), 7.21 (t, J = 7.8 Hz, 1H), 
6.98 (m, 1H), 6.92-6.77 (m, 2H), 4.33 (t, J = 7.2 Hz, 2H), 3.83 (s, 2H), 3.20 (t, J = 
7.2 Hz, 2H), 3.12 (s, 2H), 2.47 (s, 3H) 0 



5 
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mHkM2 (6 0) 

2- (3- (2- (5->-^-2- (4 jrf-W-fr- 




TLC: Rf 0.43(^OD^;i/A : p« ^y-;i/=9 I 1) ; 

NMR (CDC1 3 ) : S 7.85 (d, J = 7 Hz, 2H), 7.30-7.05 (m, 3H), 7.05 (brs, 1H), 6.90- 
6.75 (m, 2H), 4.30 (t, J = 8 Hz, 2H), 3.85 (s, 2H), 3.20 (s, 2H), 2.95 (t, J = 8 Hz, 2H), 
2.60 (t, J = 8 Hz, 2H), 2.40 (s, 3H), 1.60 (m, 2H), 1.35 (m, 2H), 0.95 (t, J - 7 Hz, 
3H) 0 

13JJ 

2- (3- (2- ( 5 -xf 2 - 7x-;^^t7-)P- 4 -- f AO h 




tlx: : Rf o.63 (?dd*h:>^ -;u= 5 : 1 ) ; 

NMR (CDa 3 ) : S 7.96-8.01 (m, 2H), 7.40-7.47 (m, 3H), 7.21 (dd, J = 7.8, 7.8 Hz, 
1H), 7.04 (m, 1H), 6.88 (d, J = 7.8 Hz, 1H), 6.81 (dd, J = 7.8, 2.4 Hz, 1H), 4.28 (t, J 
- 7.5 Hz, 2H), 3.86 (s, 2H) , 3. 17 (s, 2H), 2.98 (t, J = 7.5 Hz, 2H), 2.75 (q, J = 7.4 
Hz, 2H), 1.31 (t, J = 7.4 Hz, 3H) Q 
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(6 2) 

2- (3- (2- (5-^^-2- (2, 3, 5, 6 — r b 77)^o- 4 

5 




F F 



TLC : Rf 0.33(^0 o*;l/A : ^ ^y-;l/= 1 5 I 1) ; 
10 NMR (CDC1 3 ) : S 7.21 (t, J = 7. 8 Hz, 1H), 6.97-6.75 (m, 3H), 4.26 (t, J = 7.0 Hz, 
2H), 3.82 (s, 2H), 3.12 (s, 2H), 3.02 (t, J = 7.0 Hz, 2H), 2.42 (s, 3H), 2.33 (m, 3H) 0 

2- (3- (2- (5 2- (4 -^>^;U7 *3MJ-y-;i/ 

15 -4-^f;W) xh^fy) 7i-;Mf^ft) gf& 




TLC :Rf 0.50(?nn*;l/A : **/-;l/=9 : 1) ; 
20 NMR (CDCI3) : 5 7.90 (d, J « 8 Hz, 2H), 7.30-7. 15 (m, 3H), 7.05 (br., 1H), 6.90- 

6.75 (m, 2H), 4.30 (t, J = 8 Hz, 2H), 3.90 (s, 2H), 3.20 (s, 2H), 3.00 (t, J = 8 Hz, 2H), 
2.65 (t, J = 8 Hz, 2H), 2.40 (s, 3H), 1.60 (m, 2H), 1.45-1.20 (m, 4H), 0.90 (t, J = 7 
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Hz, 3H) 0 

mmz (6 4) 

2- (3- (2- (5 2 - (3-?nn-4-^f;V7x^jl/) * 




TLC: Rf 0.63(^nn^;UA : ^ ^/-;i/=5 : 1) ; 
10 NMR (CDa 3 ) : 6 7.95 (d, J = 1.8 Hz, 1H), 7.76 (dd, J = 8.0, 1.8 Hz, 1H), 7.29 (d, 
J = 8.0 Hz, 1H), 7.21 (dd, J = 7.8, 7.8 Hz, 1H), 6.99 (m, 1H), 6.89 (m, 1H), 6.80 (m, 
1H), 4.26 (t, J = 7. 1 Hz, 2 H), 3.84 (s, 2H), 3. 15 (s, 2H), 2.97 (t, J = 7. 1 Hz, 2H), . i 
2.40 (s, 3H), 2.38 (s, 3H) 0 

15 mm f6 5) 

2- (3- (2- (5-^^;i/-2-v^D^^v;i/^-^+hV-;U-4 




20 

TLC: Rf 0.38 (?nn*;i/A : *9J-fr=§ : 1); 

NMR (CDCI3) : 5 7.20 (dd, J = 7.5, 7.5 Hz, 1H), 7.05 (br. 1H), 6.90-6.75 (m, 2H), 
4.20 (t, J = 8 Hz, 2H), 3.90 (s, 2H), 3.20 (s, 2H), 2.85 (t, J = 8 Hz, 2H), 2.25 (s, 3H), 
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2.10-1.20 (m, 10H) o 

2- (3- (2- (5-^^;u-2-v'^D^^rv;i/^^-9-y-^-4->f;i/) 

5 




TLC:Rf 0.22(^nD*;^:^^/-;u=io: 1); 

NMR (CDCI3) : 5 6.96 (m, 1H), 6.76-6.66 (m, 2H), 6.58 (m, 1H), 4.00 (m, 2H), 

10 3.48 (s, 2H), 3.07 (s, 2H), 2.74 (m, 2H), 2.62 (m, 1H), 2.15 (s, 3H), 2.01-1.89 (m, 
2H), 1.80-1.15 (m, 8H) 0 

m m (6 6) 

2- (3- (2- (5-^^-2- (4- (2->f;t'7'nifjl/) 7 




CH 3 



TLC:Rf 0.44(^nn*;l/A : ^^y-;l^=9 I 1); 
20 NMR (CDCI3) : 5 7.90 (d, J = 7 Hz, 2H), 7.30-7. 15 (m, 3H), 7.05 (m, 1H), 6.95- 

6.75 (m, 2H), 4.25 (t, J = 7.5 Hz, 2H), 3.85 (s, 2H), 3.20 (s, 2H), 3.00 (t, J = 7.5 Hz, 
2H), 2.50 (d, J = 8 Hz, 2H), 2.40 (s, 3H), 1.90 (m, 1H), 0.90 (d, J = 8 Hz, 6H) 0 
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m m 2 L£_7J 

2- (3- (2- (5-***- 2- (4- t -yf-;l/7x-;l/) 



5 




TLC:Rf 0J0(^nn^;l/A : ^ ^y-;w=9 : 1) ; 

NMR (CDC1 3 ) : S 7.90 (d, J = 9 Hz, 2H), 7.45 (d, J = 9 Hz, 2H), 7.20 (dd, J = 8, 8 

Hz, 1H), 7.05 (hr., 1H), 6.90-6.80 (m, 2H), 4.30 (t, J = 7.5 Hz, 2H), 3.85 (s, 2H), 
10 3.20 (s, 2H), 3.00 (t, J = 7.5 Hz, 2H), 2.40 (s, 3H), 1.35 (s, 9H)o 

2- (3- (2- - (4->^nA^>;i/7x^) 




TLC:Rf 0.65(^nn*;l/A : p< ^y-;W=9 : 1) ; 

NMR (CDCI3) : S 7.89 (d, J = 8.5 Hz, 2H), 7.27 (d, J = 8.5 Hz, 2H), 7.20 (dd, J = 
20 8.0, 8.0 Hz, 1H), 7.03 (m, 1H), 6.88 (d, J = 8.0 Hz, 1H), 6.80 (dd, J = 8.0, 2.2 Hz, 
1H), 4.27 (t, J = 7.5 Hz, 2H) , 3.85 (s, 2H), 3.16 (s, 2H), 2.97 (t, J = 7.5 Hz, 2H), 
2.53 (m, 1H), 2.37 (s, 3H), 1.70-1.90 (m, 4H), 1.20-1.52 (m, 6H) 0 
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mmto2 (6 9) 

2- (3- (5-^;u-2- (i, 3-y**y-'( fr) 



5 




TLC : Rf 0.40 n O *;t/ A : * 9 / -/U= 1 0 I 1 ) ; 

NMR (CDa 3 ) : £ 7.54 (dd, J = 8.0, 1.8 Hz, 1H), 7.46 (d, J = 1.8 Hz, 1H), 7.21 (d, 
J = 8.0 Hz, 1H), 7.07-7.02 (m, 1H), 6.96-6.82 (m, 3H), 6.02 (s, 2H), 5.00 (s, 2H), 
10 3.78 (s,2H), 3.11 (s, 2H), 2.42 (s, 3H) 0 

mm (7 0) 

2- (3- (5-^f-;V-2- (4->f V^nif;l/7i-;u) *3MJ-V*-;U- 




TLC : Rf 0.48 (^DD^ ; p( ?/-;u = 1 0 : 1) ; 

NMR (GDC1 3 ) : 8 7.92 (d, J = 8.5 Hz, 2H), 7.34-7. 17 (m, 3H), 7.08-7.03 (m, 1H), 
20 6.96-6.84 (m t 2H), 5.02 (s, 2H), 3.78 (s, 2H), 3. 11 (s, 2H), 2.94 (sep., J = 7.0 Hz, 
1H), 2.44 (s, 3H), 1.26 (d, J = 7.0 Hz, 6 H) Q 
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mm* in) 

2- (3- (2- (4-^f^-2-7x-Jl/WV-;l'-5-'fJl') 3-Y 



TLC:Rf 0.38(^nn^;i/A : **?;-)\s=\ o : 1); 

NMR (CDC1 3 ) : 8 8.00-7.95 (m, 2H), 7.49-7.37 (m, 3H), 7.22 (t, J = 8.0 Hz, 1H), 
10 6.95-6.76 (m, 3H), 4.23 (t,J = 7.0 Hz, 2H), 3.81 (s, 2H), 3.15 (t, J = 7.0 Hz, 2H), 
3.10 (s,2H), 2.22 (s, 3H) e 

mm (7 2) 

2- (3- (2- (5-^f-^-2- (3, A-V* h*v7x-J') 
15 V-;u-4--f;i') xh^y) 7i-wwt) 



TLC:Rf 0.62(^OD*;l/A : ^^y-;U=5 : 1) ; 
20 NMR (CDCI3) : 5 7.57 (dd, J = 8.5, 2.0 Hz, 1H), 7.51 (d, J = 2.0 Hz, 1H), 7.21 
(dd, J = 8.0, 8.0 Hz, 1H), 7.04 (m, 1H), 6.91 (d, J = 8.5 Hz, 1H), 6.78-6.90 (m, 2H), 
4.28 (t, J = 7.5 Hz, 2H), 3.95 (s, 3H), 3.93 (s, 3H), 3.86 (s, 2H), 3.16 (s, 2H), 2.96 (t, 
J = 7.5 Hz, 2H), 2.38 (s, 3H)» 




H3C-O 




H 3 c' \=/ O 
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m m 2 (73) 

2- (3- (2 -.(5 2- (4-f'J7^n> h^y7x^) 

5 




TLC:Rf 0.39(*nn*;i/A : j* ?y-;i/=9 : 1); 

NMR (CDC1 3 ) : (5 8.00 (d, J = 8 Hz, 2H), 7.30 (d, J = 8 Hz, 2H), 7.20 (dd, J = 7.5, 
10 7.5 Hz, 1H), 7.00 (hr. 1H) 6.90 (d, J = 7.5 Hz, 1H), 6. 80 (dd, J - 7.5, 7.5 Hz, 1 H), 
4.25 (t, J = 7 Hz, 2H), 3.85 (s, 2H), 3.15 (s, 2H), 3.00 (t, J = 7 Hz, 2H), 2.40 (s, 3H) C 

*tt H2 (7 4) 

2- (3- (2- (5-^^-2- (3, 4, 5 - b U * Y * v7jc->P) 




TLC : Rf 0.39(^DD^;l/A : >{^y-;|/=9 : 1); 
20 NMR (CDCI3) : S 7.25-7.15 (m, 3H), 7.05 (m, 1H), 6.90-6.75 (m, 2H), 4.25 (t, J = 
7.5 Hz, 2H), 3.95 (s, 6H), 3.90 (s, 3H), 3.85 (s, 2H), 3.15 (s, 2H), 2.95 (t, J = 7.5 Hz, 
2H), 2.40 (s, 3H) 0 
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mm m (75) 

2- (3- (2- (5 -^f-^-2 - (4-^^;nf^7v>- 1 -A )v) * 




TLC:Rf 0.26 (7ft : > 9 ?nn^A= l : io : 100); 

NMR (CDa 3 ) : 8 7. 14 (dd, J = 7.5, 7.5 Hz, 1H), 6.88 (d, J = 7.5 Hz, 1H), 6.73 
10 (dd, J = 7.5, 2.0 Hz, 1H), 6.70 (d, J = 2.0 Hz. 1H), 4.27 (t, J = 6.5 Hz, 2H), 3.78 (s, 
2H), 3.55 (t, J = 5.0 Hz, 4H), 3.14 (s, 2H), 2.90 (t, J = 6.5 Hz, 2H), 2.85 (t, J = 5.0 
Hz, 4H), 2.51 (s, 3H), 2.19 (s, 3H) 0 

15 2- (3- (2- {5-**)l>-2- (4->Wt7x^) 




20 TLC:Rf 0.33 tfft : * 9 J -)V \ ^nn^A = 1 ; 10 : 100); 

NMR (CDC1 3 ) : S 7.88 (d, J = 8.5 Hz, 2H), 7.27 (d, J = 8.5 Hz, 2H), 7.20 (dd, J = 
8.0, 8.0 Hz, 1H), 7.03 (dd, J = 2.5, 2.0 Hz, 1H), 6.88 (ddd, J = 8.0, 2.0, 1.0 Hz, 1H), 
6.80 (ddd, J = 8.0, 2.5, 1.0 Hz, 1H), 4.27 (t, J = 7.5 Hz, 2H), 3.85 (s, 2H), 3.16 (s, 
2H), 2.96 (t, J = 7.5 Hz, 2H), 2.51 (s, 3H), 2.37 (s, 3H) C 
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mm (7 7) 

2- (3- (2- (5->f-^-2- W?y-2-4fr) 



TLC:Rf 0.55(^nn^;i/A : p«^y-;i/=5 : 1); 

NMR (CDC1 3 ) : S 8.77 (ddd, J « 4.9, 1. 8, 0. 8 Hz, 1H), 8.04 (ddd, J = 8.0, 1.2, 0.8 
10 Hz, 1H), 7.84 (ddd, J = 8.0, 7.6, 1.8 Hz, 1H), 7.38 (ddd, J = 7.6, 4.9, 1.2 Hz, 1H), 
7.23 (dd, J = 7.8, 7.8 Hz, 1 H), 7. 10 (m, 1H), 6.92 (m, 1H), 6.81 (m, 1H), 4.34 (t, J = 
7.0 Hz, 2H), 3.85 (s, 2H), 3.13 (s, 2H), 2.99 (t, J = 7.0 Hz, 2H), 2.42 (s, 3H)o 

15 2- (3- (2- (5-^^;W-2- (^7x^-2-^^) t^W-fr 



20 TLC:Rf 0.52 (^ tf D A : * 5 J -)V= 5 I 1 ) ; 

NMR (CDCI3) : d 7.64 (dd, J = 3.6, 1.2 Hz, 1H), 7.39 (dd, J = 5.0, 1.2 Hz, 1H), 
7.20 (dd, J = 7.8, 7.8 Hz, 1H), 7.09 (dd, J = 5.0, 3.6 Hz, 1H), 7.00 (m, 1H), 6.88 (m, 
1H), 6.80 (m, 1H), 4.25 (t, J = 7.4 Hz, 2H), 3.85 (s, 2H), 3.16 (s, 2H), 2.95 (t, J = 
7.4 Hz, 2H), 2.36 (s, 3H) e 



5 
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2- (3- (2- (5-*^;l/-2- (3-- hP-4->f-^7jc-;l/) * 




TLC : Rf 0.40(g^^f-;U) ; 

NMR (CDC1 3 ) : <S 8.52 (s, 1H), 8.07 (d, J = 8.0 Hz, 1H), 7.39 (d, J = 8.0 Hz, 1H), 
10 7.18 (m, 1H), 6.70 - 7.00 (m, 3H), 4.23 (t, J = 6.6 Hz, 2H), 3.78 (s, 2H), 3.1 1 (s, 2H), 
2.97 (t, J = 6.6 Hz, 2H), 2.61 (s, 3H), 2. 39 (s, 3H) 0 

2- (3- (2- (5-*f-fi/-2- (4-^W^7x-^) *4Mf- 




TLC : Rf 0.47 CJc:^^-*:?nn*jl/A=l : 10 : 10 0); 
20 NMR (CDCI3) : 8 7.84 (d, J = 9.0 Hz, 2H), 7.20 (dd, J = 8.0, 8.0 Hz, 1H), 7. 1 1 
(dd, J = 2.0, 1.0 Hz, 1H), 6.87 (dd, J = 8.0, 1.0 Hz, 1H), 6.80 (dd, J = 8.0, 2.0 Hz, 
1H), 6.71 (d, J = 9.0 Hz, 2H), 4.29 (t, J = 8.0 Hz, 2H), 3.88 (s, 2H), 3. 19 (s, 2H), 
3.02 (s, 6H), 2.94 (t, J = 8.0 Hz, 2H), 2.35 (s, 3H) e 
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mm (an 

2- (3- (2- {5-* i f-)\'-2- :> s*U'*yi-frt*y-V-)\'-A-4 )U) 



TLC:Rf 0.44(^nn*;i/A : ^^/-;i/=9 : I); 

NMR (CDCl 3 ) : S 7.20 (dd, J » 7.5, 7.5 Hz, lH), 7. 10 (br., lH), 6.85 (d, J = 7.5 

Hz, lH), 6.80 (dd, J = 7.5, 1.5 Hz, 1H), 4.20 (t, J = 7.5 Hz, 2H), 3.85 (s, 2H), 3.20 
(s, 2H), 3.15 (m, 1H), 2.85 (t, J = 7.5 Hz, 2H), 2.25 (s, 3H), 2.20-1.60 (ra, 8H) 0 

tfX (2- (3- (2- (5-*^-2-v*n^yf-;V**-i^/-;u-4 



TLC:Rf 0.29(^nn*;i/A : ^ ^y-;l/= 1 o : l); 

NMR (DMSO-dg) : 5 7. 18 (t, J = 8.0 Hz, 1H), 6.88-6.72 (m, 3H), 4.09 (t, J = 6.8 
Hz, 2H), 3.69 (s, 2H), 3. 19-3.00 (m, 1H), 2.96 (s, 2H), 2.84 (s, 2H), 2.78 (t, J = 6.8 
Hz, 2H), 2.21 (s, 3H), 2.06-1.48 (m, 8H) 0 
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mmn2 (8 2) 

2- (3- (2- (5-^^-;U-2- {A-*7-)V'7 x.=-)V) **^/-)V- 
4-^;i/) x^y) 7x^)b) fj=g 



5 




tlc : Rf 0.46 no^w : y ? y -;w= 10: l ) ; 

NMR (CDC1 3 ) : 8 7.85 (d, J = 8.4 Hz, 2H), 7.27-7. 14 (m, 3H), 6. 89-6.75 (m, 3H), 

4.20 (t, J = 6.6 Hz, 2H), 3.59 (s, 2H), 2.96 (t, j = 6.6 Hz, 2H), 2.38 (s, 3H), 2.35 (s, 
10 3H) 0 

(8 3) 

2- (3- (2- (5 ->f-^-2 - (4-X^;l/7ac^;U) **^y--;i,_ 
4 --f;u) xf^y) 7;c-;lO gfc$ 




TLC : Rf 0.54(^nn^;i/A : > ^y-;l/= 1 0 : 1) ; 

NMR (CDCI3) : <J 7.88 (d, J = 8.2 Hz, 2H), 7.29-7. 15 (m, 3H), 6. 89-6.75 (m, 3H), 
20 4.20 (t, J = 6.6 Hz, 2H), 3.60 (s, 2H), 2.96 (t, J = 6.6 Hz, 2H), 2.68 (q, J = 7.6 Hz, 
2H), 2.35 (s, 3H), 1.25 (t, J = 7.6 Hz, 3H) 0 

^M2 (8 4) 
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2- (3- (2- ( 5 -*f-JU- 2 - (4-^n^7i-^) **-9-V-;u 
— 4 — T ^) xh*y) 7xz;i/) gfc® 




5 

TLC:Rf 0.57(^nn^;l/A : ^^y-;i/=l 0 : 1); 

NMR (CDC1 3 ) : S 7.87 (d, J = 8.2 Hz, 2H), 7.28-7. 15 (m, 3H), 6.88-6.76 (m, 3H), 
4.20 (t, J = 6.6 Hz, 2H), 3.59 (s, 2H), 2.96 (t, J = 6.6 Hz, 2H), 2.61 (t, J = 7.5 Hz, 
2H), 2.35 (s, 3H), 1.65 (sixtet, J = 7.5 Hz, 2H), 0.94 (t, J = 7.5 Hz, 3H) 0 

0 

3^0112 (8K) 

2- (3- (2- (5 - (4-'fV7*ni;>7i-;V) 



15 




TLC:Rf 0.52 nn*;i/A : * 9 ; \ 0 : 1) ; 

NMR (CDCI3) : S 7.88 (d, J = 8.2 Hz, 2H), 7.32-7. 15 (m, 3H), 6.88-6.76 (m, 3H), 

4. 19 (t, J = 6.6 Hz, 2H), 3.59 (s, 2H), 2.96 (t, J = 6.6 Hz, 2H), 2.93 (sept, J = 7.2 Hz, 
20 1H), 1.25 (d, J = 7.2 Hz, 6H) C 

^*fcg«2 (8 6) 

2- (3- (2- (5-^^)1-2- (4- (2 -tf-frfa \£ju) 7i-f) 
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H 3 C 




CH 3 



TLC :Rf 0.50 nn*W : ^ ?J-)V= 1 0 : 1) ; 
5 NMR(CDC1 3 ): $ 7.87 (d, J = 8.2 Hz, 2H), 7.26-7. 15 (m, 3H), 6.89-6.76 (m, 3H), 
4.20 (t, J = 6.6 Hz, 2H), 3.59 (s, 2H), 2.96 (t, J = 6.6 Hz, 2H), 2.50 (d, J = 7.0 Hz, 
2H), 2.35 (s, 3H), 1.88 (m, 1H ), 0.90 (d, J = 6.6 Hz, 6H) G 

^*fcfli!2 L8JL) 

10 2- (3- (2- (5-^f-;i/-2- (4-t-7*Wxz^) 



15 TLC :Rf 0.44 UUt^)1/A '. } 9 J —)]/— 1 0 I 1 ) ; 

NMR (CDa 3 ) : 5 7.89 (d, J = 8.2 Hz, 2H), 7.43 (d, J = 8.2 Hz, 2H), 7.20 (t, J = 
8.0 Hz, 1H), 6.89-6.76 (m, 3H), 4.20 (t, J = 6.6 Hz, 2H), 3.60 (s, 2H), 2.96 (t, J = 
6.6 Hz, 2H), 2.35 (s, 3H), 1.33 (s, 9H) 0 

20 ^mm2 (8 8) 

2- (3- (2- (5 2 -v?n-/ntf;l/3-3r-^y-;u-4 



H 3 C, 
H 3 C- 
H 3 C 




°^CH 3 
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TLC : Rf 0.39 (tK: * 9 J '. ^Dnm= 1 : 10 : 100); 
NMR (CDa 3 ) : $ 7.18 (dd, J = 8.0, 8.0 Hz, 1H), 7.00 (d, J = 2.5 Hz, 1H), 6.86 (d, 
5 J = 8.0 Hz, 1H), 6.77 (dd, J = 8.0, 2.5 Hz, 1H), 4.19 (t, J = 7.5 Hz, 2H), 3.83 (s, 2H), 
3.15 (s, 2H), 2.84 (t, J = 7.5 Hz, 2H), 2.22 (s, 3H), 2.06 (m, 1H), 1.10-0.95 (m, 4H) e 

(8 9.) 

2- (3- (2- (5 -^f-^- 2 - (4- (1, 2, 3 -fTy'TZ-A— 




15 TLC :Rf 0.30 a n*/UA ; * J l o : 1 ) ; 

NMR (CD3OD) : S 9.35 (d, J = 0. 8 Hz, 1H), 8.24 (d, J =8.2 Hz, 2H), 8. 1 1 (d, J = 
8.2 Hz, 2H), 7.20 (t, J = 7.6 Hz, 1H), 6.95-6.78 (m, 3H), 4.27 (t, J = 6.2 Hz, 2H), 
3.78 (s, 2H), 3.06 (s, 2H), 3.00 (t, J = 6.2 Hz , 2H), 2.41 (s, 3H)o 

20 m& m (9 0) 

2- (3- (2- (5-*f-*-2- (4- (4-^f-)U-l, 2, 3 -f-7 
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TLC:Rf 0.34(^nn*;UA : * ? ;-)\,= \ o : 1) ; 
5 NMR (CDC1 3 ) : S 7.22 (t, J = 8.0 Hz, 1H), 6.95-6.74 (m, 3H), 4.24 (t, J = 6.2 Hz, 
2H), 3.81 (s, 2H), 3.11 (s, 2H), 3.02 (s, 3H), 2.99 (t, J = 6.2 Hz, 2H), 2.42 (s, 3H) C 

Mmm2 L2JJ 

2- (3- (2- (5 2- (4 b*v7i-;i/) **-tf-y*-;U 
10 -4-sOV) X^y) 7i-;i/) gfc& 




TLC : Rf 0.67 (^on^;UA : p< ^y-;i/= 1 0 : l) ; 
15 NMR (CDCI3) : 6 7.90 (d, J = 9.0 Hz, 2H), 7.20 (t, J = 8.0 Hz. 1H), 6.93 (d, J = 
9.0 Hz, 2H), 6.89-6.76 (m, 3H), 4.19 (t, J = 6.6 Hz, 2H), 3.84 (s, 3H), 3.59 (s, 2H), 
2.95 (t, J = 6.6 Hz, 2H), 2.34 ( s, 3H) C 

mmz (9 2) 

20 2 - (3 - (2 - (5 -^f-;U-2- (3, 4-y'n+y7x-^) 
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H 3 C 




CH 3 



TLC:Rf 0.54(?nn*;i/A : p< ?S-)U= l 0 : 1) ; 

NMR (CDC1 3 + CD3OD) : d 7.56 (dd, J = 8.2, 2.0 Hz, 1H), 7.51 (d, J = 2.0 Hz, 

5 1H), 7.22 (t, J= 8.0 Hz, 1H), 6.93 (d, J = 8.2 Hz, 1H), 6.90-6.77 (m, 3H), 4.22 (t, J 
= 6.6 Hz, 2H), 3.97 (s, 3H), 3.93 (s, 3H), 3.57 (s, 2H), 2.96 (t, J = 6.6 Hz, 2H), 2.38 
(s, 3H) 0 

mmm (93) 

10 2- (3- (2- (5-;*^A/-2- (1, V?V-*>-4fr) 

3-v**s) 71-^) mk 



15 TLC:Rf 0.53 n n*;l/A : * ? J l 0 : 1 ) ; 

NMR (CDCI3) : S 7.51 (dd, J = 8.2, 1.8 Hz, 1H), 7.43 (d, J = 1.8 Hz, 1H), 7.21 (t, 

J = 7.6 Hz, 1H), 6.89-6.76 (m, 4H), 6.00 ( s, 2H), 4. 19 (t, J = 6.6 Hz, 2H), 3.60 (s, 
2H), 2.94 (t, J = 6.6 Hz, 2H), 2.34 (s, 3H) D 

20 ma m (94) 

2- (3- (2- (5-^^-2- (3. 4, 5-f'J^h#">7x-;i/) 
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H3C-O 




h 3 c )= / 0 ch 3 

CH 3 



TLC:Rf 0.47(^nn*;wA : pt^y-;w=i 0 : 1); 
5 NMR(CDC1 3 ): 6 7.21 (t, J = 8.0 Hz, 1H), 7.20 (s, 2H), 6.89-6.76 (m, 3H), 4.21 (t, 

J = 6.6 Hz, 2H), 3.91 (s, 6H), 3.88 (s, 3H), 3.60 (s, 2H), 2.97 (t, J = 6.6 Hz, 2H), 
2.38 (s, 3H) e 

mm 2 (95) 

10 2- (3- (2- (5 2- (4-b 1 J7;^n>l>i|ri/7x-^) 



15 TLC:Rf 057 n n*/UA : * 1 0 : 1) ; 

NMR (CDCI3) : 5 8.00 (d, J = 8.8 Hz, 2H), 7.30-7. 16 (m, 3H), 6.89-6.76 (m, 3H), 
4.21 (t, J » 6.6 Hz, 2H), 3.60 (s, 2H), 2.96 (t, J = 6.6 Hz, 2H), 2.37 (s, 3H) Q 

mm 

20 2- (3 - (2 - (5-^f-^-2- (2, 2-77^0-1, 3-v** 
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F 



TLC :Rf 0.53(?nn*;i/A : ;-)\,= l 0 : 1) ; 
5 NMR (CDC1 3 ) : S 7.74 (dd, J = 8.4, 1.5 Hz, 1H), 7.68 (d, J = 1.5 Hz, 1H), 7.22 

(dd, J = 9.4, 7.4 Hz, 1H), 7.09 (d, J = 8.4 Hz, 1H), 6.89-6.76 (m, 3H), 4.21 (t, J = 
6.6 Hz, 2H), 3.60 (s, 2H), 2.95 (t, J - 6.6 Hz, 2H), 2.36 (s, 3H)» 

^mm2 (9 7) 

10 2- (3- (2- {5 2- (4- b 'j7Wo^fm7xi)l/) 




15 TLC : Rf 0.47 D O : ^ 9 J -JU= 1 0 : 1 ) ; 

NMR (DMSO-d 6 ) : 8 8.02 (d, J = 8. 1Hz, 2H), 7.81 (d, J = 8. 1Hz, 2H), 7.20 (t, J = 

7.8Hz, iH), 6.86-6.80 (m, 3H), 4.20 (t, J = 6.6Hz, 2H), 3.74 (s, 2H), 3.09 (s, 2H), 
2.94 (t, J = 6.6Hz, 2H), 2.37 (s, 3H)o 

20 m m (9 8) 

2- (3- (2- (5- * TP- 2- (4-~>7V 7x-;i/) jj-*^/-^- 
4-4/1/) x^y) 7ol-;U^^^^^-) ft®? 
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tlc : Rf o.24 (^^-9- > : ^f^= i : D; 

5 NMR(CDa 3 ): S 8.08 (d, J = 8.0 Hz, 2H), 7.72 (d, J = 8.0 Hz, 2H), 7.22 (m, 1H), 

6.76-6.98 (m, 3H), 4.26 (t, J = 6.6 Hz, 2H), 3.83 (s, 2H), 3.13 (s, 2H), 2.99 (t, J = 
6.6 Hz, 2H), 2.42 (s, 3H)„ 

10 2- (3- (2- (5 2 - (7y>-2-J )V) >/-)],- 4 




15 TLC:Rf 0.24(^^-9- >: ftgfif-^= 1 : 1) ; 

NMR (CDa 3 ) : $ 7.52 (m, 1H), 7.20 (m, 1H), 6.74-7.03 (m, 4H), 6.51 (dd, J = 
3.4, 1.6 Hz, 1H), 4.25 (t, J = 6.8 Hz, 2H), 3.82 (s, 2H), 3.13 (s, 2H), 2.97 (t, J = 6.8 
Hz, 2H), 2.37 (s, 3H)o 

20 mmm llqju 

2- (3- (5-^^;i/-2-7i-;i/^^nfV-;i/-4--f;u) * 
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TLC:Rf 0.31(?an*;i^ ; * % ; l) ; 

NMR (CDC1 3 ) : S 8.00 (m, 2H), 7.42 (m, 3H), 7.24 (m, 1H), 6.85-6.98 (m, 3H), 
4.98 (s, 2H), 3.61 (s, 2H), 2.42 (s, 3H)o 

mmm2 (ion 

2- (3- (2- (5-^f^-2-7x^f7V*-^- 4 .r^ 




TLC:Rf 0.43(^nn^;w^ : ^ ^y-;i/=9 : i) ; 

NMR 0 : * 7.89-7.81 (m, 2H), 7.46-7.34 (m, 3H), 7.26-7.16 (m, 1H), 6.87-6.78 
(m, 3H), 4.30 (t, J « 6.8 Hz, 2H), 3.59 (s, 2H), 3.18 (t, J = 6.8 Hz, 2H), 2.45 (s, 3H) C 

mmw2 (1 02) 

2- (3- (3- (5-^^;u-2--7oi-^^^-9-y-;U-4-^;u) 7"n 
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TLC : Rf 0.50(^na*;i/A : * ?y-)U=S : l) ; 

NMR (CDC1 3 ) : S 7.97 (m, 2H), 7.41 (m, 3H), 7.22 (m, 1H), 6.74-6.92 (m, 3H), 

5 3.94 (t, J = 6.0 Hz, 2H), 3.61 (s, 2H), 2.68 (t, J = 7.0 Hz, 2H), 2.27 (s, 3H), 2. 1 1 (m, 
2H) 0 

mmm 2 (103) 

2- (3- (2- (2-y 3--)V**W-)\,-A-4 )V) J-Y*i/) 7i- 

io ;p) mi 



TLC : Rf 0.39(^0 U *fr2» \ * ?;-)V=% \ 1) ; 
15 NMR (CDQ3) : 8 8.01 (m, 2H), 7.55 (s, 1H), 7.43 (m, 3H), 7.23 (m, 1H), 6.85 (m, 
3H), 4.25 (t, J = 6.4 Hz, 2H), 3.60 (s, 2H), 3.07 (t, J = 6.4 Hz, 2H) 0 

mmi (104) 

2- (3- (2- (5-^f-;U-2- (4-/^DA^fv^7 I -;i / ) -j-^ 
20 V-;u-4 ->f X^y) 7x-;i/) ^ 
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TLC: Rf 0.62(^nn*;i/A : ^^y-;i/=5 : 1) ; 

NMR (CDa 3 ) : 6 7.88 (d, J = 8.2 Hz, 2H), 7.25 (d, J = 8.2 Hz, 2H), 7.21 (m, 1H), 

5 6.78-6.87 (m, 3H), 4.20 (t, J = 6.6 Hz, 2H), 3.60 (s, 2H), 2.96 (t, J = 6.6 Hz, 2H), 
2.52 (m, 1H), 2.35 (s, 3H), 1 .70-1.95 (m, 4H), 1.20-1.53 (m, 6H) 0 

mm (10 5) 

2- (3- (2- (3-^on-4-^f;V7x^) * 




TLC : Rf 0.67(?OO*;l^ : f ?/-fr=5 I 1) ; 
15 NMR (CDCI3) : <J 7.95 (d, J = 1.7 Hz, 1H), 7.75 (dd, J = 8.0, 1.7 Hz, 1H), 7.27 (d, 
J = 8.0 Hz, 1H), 7.21 (m, 1H), 6.78-6.88 (m, 3H), 4.21 (t, J = 6.6 Hz, 2H), 3.60 (s, 
2H), 2.96 (t, J = 6.6 Hz, 2H ), 2.40 (s, 3H), 2.36 (s, 3H) 0 

mmi doe) 

20 2- (3- (2- (5 -^f-;u- 2 - (4-^^w^7x-^) 
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TLC:Rf 0.55(?nn*;i/A : * ?;-)\,= 5 ; l) ; 

NMR (CDCI3) : S 7.83 (d, J = 9.0 Hz, 2H), 7.09 (dd, J = 8.0, 8.0 Hz, 1H), 6.76- 
5 6.87 (m, 3H), 6.70 (d, J = 9.0 Hz, 2H), 4. 18 (t, J = 6.8 Hz, 2H), 3.60 (s, 2H), 3.01 (s, 
6H), 2.94 (t, J o 6.8 Hz, 2H ), 2.32 (s, 3H)„ 

mum 2 (1 0 7) 

2- (3- (2- (5-if^-2-7x-^HV-Jl/-4-^;V) xf 
10 *v) 7jc-;U) 




TLC:Rf 0.44(^nD^;UA : ^^/-;i/=8 : 1); 
15 NMR(CDa 3 ): 5 7.97 (m, 2H), 7.41 (m, 3H), 7.20 (m, 1H), 6.82 (m, 3H), 4.20 (t, 
J = 6.6 Hz, 2H), 3.59 (s, 2H), 2.98 (t, J - 6.6 Hz, 2H), 2.73 (q, J = 7.6 Hz, 2H), 1.29 
(t, J = 7.6 Hz, 3H) 0 

mm (1 Q_8J 
20 2 - (3 - (2- (5-^f-;U-2 - (4-7'f^7i-Jl/) 
4--f;U) x^y) 7x-;l/) WSL 
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TLC:Rf 0.54(^nn*;i^ : ?y-;w=8 : 1) ; 

NMR (CDa 3 ) : d 7.87 (d, J = 8.2 Hz, 2H), 7.22 (d, J = 8.2 Hz, 2H), 7.14-7.28 (m, 

5 1H), 6.82 (m, 3H), 4.19 (t, J = 6.6 Hz, 2H), 3.59 (s, 2H), 2.96 (t, J = 6.6 Hz, 2H), 
2.63 (t, J - 7.6 Hz, 2H), 2.34 (s, 3H), 1.61 (m, 2H), 1.35 (m, 2H), 0.92 (t, J = 7.2 Hz, 
3H) 0 

mmm2 u Q9) 

10 2- (3- (2- (5-^^-2- (4-^DD7x=Jk) **^V-;i/- 
4-4;w) X^y) 7x-;w) 




15 TLC:Rf 0.57 n D^jV^ : ^ * y -;i/= 8 : 1 ) ; 

NMR (CDa 3 ) : 6 7.90 (d, J = 8.8 Hz, 2H), 7.38 (d, J = 8.8 Hz, 2H), 7. 16-7.28 (m, 
1H), 6.83 (m, 3H), 4.20 (t, J = 6.6 Hz, 2H), 3.59 (s, 2H), 2.96 (t, J = 6.6 Hz, 2H), 
2.36 (s, 3H)o 

20 mm (i i o) 

2- (3- (2- (5-^^;^-2- (f-*7x>-2-^^) **4TV-)V 
jch^rv) 7i-)l') gfc$ 
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tlc : Rf 0.7O(^nn*;uA : ^ ^y-;i/=5 : l) ; 

NMR (CDCI3) : 8 7.59 (dd, J = 3.6, 1.2 Hz, 1H), 7.36 (dd, J = 4.8, 1.2 Hz, 1H), 
5 7.21 (m, 1H). 7.07 (dd, J = 4.8, 3.6 Hz, 1H), 6.77-6.87 (m, 3H), 4.20 (t, J = 6.6 Hz, 
2H), 3.60 (s, 2H), 2.95 (t, J - 6.6 Hz, 2H), 2. 34 (s, 3H) 0 

*tt«2 LLXJJ 

2- (3- (2- (5 - (77>-2--f;u) 
10 xh^i/) 7x-Jl/) 




TLC:Rf 0.69(^nn^;UA : ^ ^y-;U=5 : 1) ; 
15 NMR (CDCI3) : 8 7.51 (m, 1H), 7.21 (m, 1H), 6.93 (d, J = 3.5 Hz, 1H), 6.78-6.87 
(m, 3H), 6.50 (dd, J = 3.5, 1.9 Hz, 1H), 4.22 (t, J = 6.6 Hz, 2H), 3.59 (s, 2H), 2.95 (t, 
J = 6.6 Hz, 2H), 2.35 (s, 3H) Q 

m.mm2 (112) 

20 2 - (3 - (2 - (5-^^)1-2 - (eu v?>-2->f ;U) 
A-4)V) xh^fy) 7i-JV) $8 
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TLC : Rf 0.67(^nn*;l/A : > ?;-)i=5 : 1); 

NMR (CDa 3 ) : 8 8.71 (d, J = 4.8 Hz, 1H), 8.05 (d, J = 7.8 Hz, 1H), 7.79 (ddd, J 
5 =7.8, 7.8, 1.8 Hz, 1H), 7.32 (ddd, J = 7.8, 4.8, 1.8 Hz, 1H), 7.21 (dd, J = 7.8, 7.8 
Hz, 1H), 6.78-6.87 (m, 3H), 4 .26 (t, J= 6.8 Hz, 2H), 3.61 (s, 2H), 2.99 (t, J = 6.8 
Hz, 2H), 2.41 (s, 3H) 0 

10 2- (3- (2- (5 -^f-^- 2 - (2-**)\'7*~fr) 
4-4*0 xF + y) 7x-;i/) 



15 TLC:Rf 0.68 n n : * ? J -)V= 5 : 1 ) ; 

NMR (CDC1 3 ) : S 7.90 (m, 1H), 7. 18-7.30 (m, 4H), 6.80-6.87 (m, 3H), 4.24 (t, J = 
6.7 Hz, 2H), 3.60 (s, 2H), 2.98 (t, J = 6.7 Hz, 2H), 2.64 (s, 3H), 2.37 (s, 3H) 0 

WML! (J 1 d) 
20 2 - (3 - (2 - (5 -*f-)V- 2 - (3-^f^7xz;i/) 
4-4*) ^h4rv) 7x-;U) g{=$ 




CH 3 
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TLC:Rf 0.71 (^nn*;i/A : ^ ^y-;U=5 : 1) ; 

NMR (CDC1 3 ) : S 7.74-7.81 (m, 2H), 7. 17-7.35 (m, 3H), 6.78-6.87 (m, 3H), 4.21 
(t, J = 6.6 Hz, 2H), 3.60 (s, 2H), 2.97 (t, J = 6.6 Hz, 2H), 2.39 (s, 3H), 2.36 (s, 3H) 0 

mm i (115) 

2- (3- (2- (5-Xf-;u-2- (4-h'j7Wn^f;i/7i-;i/) * 




TLC:Rf o.54(^nn*;i/A : ^^v-;w=8 : l); 

NMR (CDCI3) : <J 8.08 (d, J = 8.0 Hz, 2H), 7.67 (d, J = 8.0 Hz, 2H), 7.17-7.24 (m, 
1H), 6.83 (m, 3H), 4.23 (t, J = 6.6 Hz, 2H), 3.60 (s, 2H), 2.98 (t, J = 6.6 Hz, 2H), 
2.39 (s, 3H) 0 

% flft ffl]2 (1 1 6) 

2- (3- (2- (5-^f-^-2- (4-7;l/^-n7ji-;u) **y-*f-)V 
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CH 



'3 



TLC :Rf 0.59(^nn*^A : * ?y-)U=S : 1) ; 

NMR(CDC1 3 ): S 7.95 (m, 2H), 7.03-7.26 (m, 3H), 6.83 (m, 3H), 4.20 (t, J = 6.6 
5 Hz, 2H), 3.59 (s, 2H), 2.96 (t, J = 6.6 Hz, 2H), 2.35 (s, 3H) Q 

% mm (i 1 7) 

2- (3- (2- (5-^7-^-2- (4-v7;7x-^) 
X^y) 7jc-;1/) WfW. 



TLC:Rf 0.52(?nn*;W£ : * t;-)V=$ \ \) ; 

NMR (CDd 3 ) : 8 8.06 (d, J = 8.6 Hz, 2H), 7.70 (d, J = 8.6 Hz, 2H), 7.22 (m, 1H), 

15 6.78-6.87 (m, 3H), 4.23 (t, J = 6.4 Hz, 2H), 3.60 (s, 2H), 2.98 (t, J = 6.4 Hz, 2H), 
2.40 (s, 3H) 

%mm (i 1 8) 

2- (3- (2- (5-^-^-2 - (4->f-;P-l, 2, 3-f-TvTV 



10 
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TLC:Rf 0.54(^na*;UA ; ^^y-;w=9 : 1); 

NMR (CDCI3) : S 7.23 (m, 1H), 6.78-6.88 (m, 3H), 4.23 (t, J = 6.5 Hz, 2H), 3.60 
5 (s, 2H), 3.02 (s, 3H), 2.98 (t, J = 6.5 Hz, 2H), 2.40 (s, 3H) 0 

liii (119) 

2- (3- (2- (5 ->f-;U-2 - (2, 3, 5, 6 -r h 9 7)l>*u- 4 

10 



OH 



TLC :Rf 0.34(^ OD*;i/A : ^ ^y-;i/=8 ! 1) ; 

NMR (CDQ 3 ) : 8 7.22 (m, 1H), 6.76-6.90 (m, 3H), 4.23 (t, J = 6.4 Hz, 2H), 3.60 
15 (s, 2H), 3.01 (t, J = 6.4 Hz, 2H), 2.40 (s, 3H), 2.33 (s, 3H)o 

^1foM2 (1 20) 

2- (3- (2- (5-^-^-2- (3--fn-4->fjV7xz^) * 
^^V-;P-4-^;u) x^y) 7i-*) gj=$ 

20 
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0 2 N 




H 3 C 



CH 3 



TLC:Rf 0.31(?no*;uA : *9J-)V=% : l); 

NMR (CDQ 3 ) : $ 8.54 (d, J = 1.6 Hz, 1H), 8.08 (dd, J = 8.0, 1.6 Hz, 1H), 7.39 (d, 

5 J = 8.0 Hz, 1H), 7. 17 (m, 1H), 6.66-6.90 (m, 3H), 4.21 (t, J = 6.4 Hz, 2H), 3.59 (s, 
2H), 2.97 (t, J = 6.4 Hz, 2H), 2.63 (s, 3H), 2.39 (s, 3H) 0 

mm®2 (i2i) 

2- (3- (2- (5->^;»/-2 -v^n^^v;U^^-9-v*-;W-4 -<fJI/) 
10 ^h*v) 7x-;V) gfc$ 



TLC :Rf 0.44(^nn*;i/A : ?y-;i,= 9 ; i) ; 
15 NMR (CDC1 3 ) : <J 7. 19 (dd, J = 8.0, 8.0 Hz, 1H), 6.74-6.87 (m, 3H), 4. 10 (t, J = 
6.6 Hz, 2H), 3.59 (s, 2H), 2.85 (t, J = 6.6 Hz, 2H), 2.71 (m, 1H), 2.23 (s, 3H), 1.96- 
2.04 (m, 2H), 1.19-1.86 (m, 8H ) 0 

(12 2) 

20 2 - (3 - (2 - (5 2 -v?n^>-7-;i/:**-9-V-;i/-4 -4*) 
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TLC:Rf 0.46(^nDzh;i/A : ^ ^ /-;l/=9 : 1) ; 

NMR (CDCI3) : S 7. 19 (dd, J = 7.9, 7.9 Hz, 1H), 6.74-6.87 (m, 3H), 4. 1 1 (t, J = 
5 6.6Hz, 2H), 3.59 (s, 2H), 3.14(m, 1H), 2.86(t, J = 6.6Hz, 2H), 2.24(s, 3H), 1.56- 
2.12 (m, 8H) 0 

ggjjfc0!l2 (12 3) 

2- (3- (2- (5-^f-^-2- (4 -^>f;i/7x^;U) 
10 -4-4/1/) ^b*v) 7x-;i/) ffc$ 



H 3 C 




TLC : Rf 0.44(^nn*;PA : p< ^ y-;i/=8 : 1) ; 
15 NMR (CDQ 3 ) : <S 7.87 (d, J = 8.4 Hz, 2H), 7.22 (d, J = 8.4 Hz, 2H), 7.20 (m, 1H), 
6.75-6.90 (m, 3H), 4.19 (t, J = 6.6 Hz, 2H), 3.59 (s, 2H), 2.96 (t, J = 6.6 Hz, 2H), 
2.62 (t, J = 7.6 Hz, 2H), 2.35 (s, 3H), 1.62 (m, 2H), 1.23-1.44 (m, 4H), 0.89 (t, J = 
6.8 Hz, 3H) 0 

20 mtmi (124) 

2- (3- (2- (5-*?)\<-2- (tf'J v>-4-4^) **-9-v*-;i/- 
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TLC:Rf 0.36(^nn*;UA : ^^y-;l/=4 : 1) ; 

NMR (DMSadg) : $ 8.75 (d, J = 6 Hz, 2H), 7. 80 (d, J = 6 Hz, 2H), 7.20 (dd, J = 
5 8, 8 Hz, 1H), 6.95-6.80 (m, 3H), 4.20 (t, J = 7 Hz, 2H), 3.75 (s, 2H), 3.05 (s, 2H), 
2.95 (t, J = 7 Hz. 2H), 2.40 (s, 3H) C 

mm (12 5) 

2- (3- (2- (5-^^)1-2- WJ>-Z-4fr) **W-)V- 
10 4-4fr) ih+v) 7i-)H 




tlc : Rf o.39(^nnjjxji/^ : ^ ^y-;i/=g : l) ; 

15 NMR (DMSO-dg) : S 12.28 (brs, 1H), 9.07 (d, J = 1.5 Hz, 1H), 8.65 (d, J = 4.8 Hz, 
1H), 8.24 (d, J = 8.4 Hz, 1H), 7.52 (dd, J = 8.4Hz, 4.8 Hz, 1H), 7.21-7. 16 (m, 1H), 
6.82-6.79 (m, 3H), 4.18 (t, J = 6.6 Hz, 2H), 3.50 (s, 2H), 2.93 (t, J = 6.6 Hz, 2H), 
2.37 (s, 3H)o 

20 ggflfcff] 2 (12 6) 

2- (3- (2- (5 2 - (tf'Jy>-4-^) **W-)\<- 

4-4 fr) x^y) 7x-M 
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TLC:Rf 0.34(^n D*;l/A ; * *y-^=9 : 1) ; 

NMR (DMSO-c^) : S 12.29 (brs, 1H), 8.69 (d, J = 6.0 Hz, 2H), 7.80 (d, J = 6.0 Hz, 

5 2H), 7.21-7.16 (m, 1H), 6.82-6.78 (m, 3H), 4.19 (t, J - 6.6 Hz, 2H), 3.50 (s, 2H), 
2.95 (t, J = 6.6 Hz, 2H), 2.38 (s, 3H)» 

•mm (i 2 7) 

2- (3- (2- (5 2 - (4-^^^kf^7v ? >- 1 ^ 

10 TV-;V-4--f;W) ib*y) 7i-)P) tt-ii 




TLC : Rf 0.40 (^DD^JVA ; ^;-;l/=3 I 1 ) ; 
15 NMR (CDC1 3 ) : 8 7.00-7.20 (m, 2H), 6.70-6. 85 (m, 3H), 4. 19 (t, J = 6.6 Hz, 2H), 
3.46-3.55 (m, 4H), 2.91 (t, J = 6.6 Hz, 2H), 2.75-2.83 (m, 4H), 2.47 (s, 3H), 2.24 (s, 
3H) 0 

2 (12 8) 

20 2 - (3- (2 - (5 - ^f iP - 2 - 7 x-;i/t^ty-^ - 4 - 'f ^) xf 
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TLC : Rf 0.31 (tK '. * 9 J-fr '. ?no*W= 1 : 10: 100); 
NMR (CDd 3 ) : S 7.98 (m, 2H), 7.50-7.40 (m. 3H), 7.24 (dd, J = 8.0, 8.0 Hz, 1H), 
5 7.00 (m, 1H), 6.95-6.80 (m, 2H), 4.62 (s, 2H), 4.26 (t, J = 7.0 Hz, 2H), 4. 11 (s, 2H), 
2.99 (t, J = 7.0 Hz, 2H), 2.39 (s, 3H) Q 

2 - (3- (2- {S-*TH>- 2 - (tf'J V>-1 -4» fag-w-n,- 
10 4-W;w) xf^rv) 7x-jMf;i/ft) $m 




TLC:Rf 0.41 (^DD*W : * *y-;u=4 : 1) ; 
15 NMR (DMSO-dg) : 8 9.05 (s, 1H), 8.65 (d, J = 4 Hz, 1H), 8.25 (d, J = 7 Hz, 1H), 
7.55 (m, 1H), 7.20 (dd, J = 7, 7 Hz, 1H), 6.95-6.80 (m, 3H), 4.20 (t, J = 6 Hz, 2H), 
3.80 (s, 2H), 3.10 (s, 2H), 2.95 (t, J = 6 Hz, 2H), 2.40 (s, 3H) Q 

mm (HO) 

20 2 - (3 - (2 - (5 2 - (4-^f-;uf-^7oi-;l/) *4MJ-V- 
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TLC:0.44(^nn*;i/A ; * 9 ;-)\,= % \ l) ; 

NMR (CDa 3 ) : 8 7.87 (d, J = 8.6 Hz, 2H), 7.26 (d, J = 8.6 Hz, 2H), 7.21 (m, 1H), 
5 6.75-6.89 (m, 3H), 4.20 (t, J = 6.6 Hz, 2H), 3.59 (s, 2H), 2.96 (t, J « 6.6 Hz, 2H), 
2.51 (s, 3H), 2.35 (s, 3H) 0 

mm (131) 

2- (3- (2- (5 -p«f-;i/-2 -v^n7 p otf;l/^-^r^V-;u-4->f;i') 
10 iF+i/) 7x~*) ft® 




TLC : Rf 0.43(^od^;ua : p{^y-;i/=9 : 1); 
15 NMR CDCI3) : 8 7.25-7.10 (m, 1H), 6.86-6.74 (m, 3H), 4. 10 (t, J = 6.6 Hz, 2H), 
3.58 (s, 2H), 2.82 (t, J = 6.6 Hz, 2H), 2.20 (s, 3H), 2.04-1.98 (m, 1H), 1.01-0.94 (m, 
4H) 0 

mm (13 2) 

20 2 - (3 - (2 - (5--*f-fl/-2 - (4 -- hD7x-^) 
4-^) a^h^v) 7x-Jl/) ft& 
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TLC:Rf 0.53(?nn*;WA : * *y-;U=9 : 1) ; 

NMR (CDCI3) : 8 8.30 (d, J =9.0 Hz, 2H), 8. 14 (d, J = 9.0 Hz, 2H), 7. 22 (dd, J = 
5 8.0, 8.0 Hz, 1H), 6.77-6.90 (m, 3H), 4.25 (t, J = 6.6 Hz, 2H), 3.57 (s, 2H), 3.00 (t, J 
= 6.6 Hz, 2H), 2.43 (s, 3H) 0 

2- (3- (2- (5->f-^-2- >-2-^;P) ***)rV-)V- 

10 4-*^) -x.h*v) 7x-/b) ^ 




TLC : Rf 0.51(^DD*;i/A : p< ^7-;U=9 I 1) ; 
15 NMR(CDC1 3 ) : S 8.16-8.28 (m, 3H), 7.83 (m, 1H), 7.75 (m, 1H), 7.57 (m, 1H), 
7.22 (dd, J = 8.2, 8.2 Hz, 1H), 6.78-6.87 (m, 3H), 4.29 (t, J = 6.6 Hz, 2H), 3,61 (s, 
2H), 3.04 (t, J = 6.6 Hz, 2H), 2.46 (s, 3H) 0 

mm M 3 4) 

20 2 - (3 - (2 - (5 ->f-/U-2 - (3-b U7^n^ h*->7x-*) 
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TLC :Rf 0.37(?nn*;i/A : *9;-)\s=9 : 1); 

NMR (CDCI3) : S 7.91 (dt, J = 7.8, 1.2 Hz, 1H), 7.85-7.80 (m, 1H), 7.45 (t, J = 

5 7.8 Hz, 1H), 7.28-7. 17 (m, 2H), 6.89-6.78 (m, 3H), 4.22 (t, J = 6.6 Hz, 2H), 3.60 (s, 
2H), 2.97 (t, J = 6.6 Hz, 2H), 2.38 (s, 3H) C 

mm (13 5) 

2- (3- (2- (5 2 - (2-hV7^on^y7x^) 
10 **-9-V-;i/-4-'Oi/) 7x-;u) ft£ 




TLC : Rf 0.42(^on^;Ui, : ^ ^y-;i/=9 ; i) ; 
15 NMR (GDCI3) : 5 8.()6(dd,J = 7.8, 2.0 Hz, 1H), 7.49-7.31 (m,3H), 7.27-7.17 (^ 
1H), 6.88-6.78 (m, 3H), 4.23 (t, J = 6.8 Hz, 2H), 3.60 (s, 2H), 2.98 (t, J = 6.8 Hz, 
2H), 2.38 (s, 3H) 0 

20 2 - (3 - (2 - (4 -^fJl/-2-7i-^tH , 7-^- 5-4/10 if 
*v) 7x-;i/) ft® 
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TLC: Rf 0.44(^nn^;l/A : ^^y-;i/=9 : 1); 

NMR (CDCI3) : d 8.00-7.93 (m, 2H), 7.46-7.37 (m, 3H), 7.28-7. 18 (m, 1H), 6.90- 
5 6.78 (m, 3H), 4.22 (t, J = 6.8 Hz, 2H), 3.61 (s, 2H), 3. 14 (t, J = 6.8 Hz, 2H), 2.20 (s, 
3H) 0 

mmm2 a 3 7) 

2- (3- (2- (5-*f-*-2- (1, >y>-5-4 >v) 




TLC:Rf 0.20(?nn*;i/A : * 9 J -P\ &= 1 0 0 : 1 0 I 1 ) ; 
15 NMR (CD3OD) : S 7.49 (dd, J = 8.4, 1.8 Hz, 1H), 7.38 (d, J = 1.8 Hz, 1H), 7.22 (t, 

J = 7.8 Hz, 1H), 6.97-6.79 (m, 4H), 6.01 (s, 2H), 4.54 (s, 2H), 4.26 (t, J = 6.4 Hz, 
2H), 4.06 (s, 2H), 2.93 (t, J - 6.4 Hz, 2H), 2.33 (s, 3H) 0 

mum* 

20 2 - (3 - (2 - (5-^f-^-2-7jL-;i/*Wy-Jl/-4 -4 )V) xf 
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2- (5 -* f-)V-2 -7 3L-)V**^/-)V-A -y( )V) 3L^)\,fu^r j 
K ( 1 3 6mg) &£U : 3-* ^*^F7x^^ • * f^l/ j.*^ (7 8 
5 mg) SrT-feh-h V* (5ml) K»fl?U A ( 1 8 Omg) * 

fin*., M?ll$ni«#Lfc. RiSfi#»«***tcjD£, x-fKML 

(^od*m :ft»xf*=2 00: 1 — 50: 1) -efllJKU 

10 TIBttttffi*^**^^^ (9 2mg) *#7to 
TLC:Rf 0.33(*^if-^ : ^*^>= 1 : 3) ; 

NMR (CDa 3 ) : S 7.96 (m, 2H), 7.50-7.35 (m. 3H), 7.30-7.15 (m, 3H), 7.06 (m, 
1H), 3.69 (s, 3H), 3.57 (s, 2H), 3.28 (t, J = 7.0 Hz, 2H), 2.82 (t, J = 7.0 Hz, 2H), 
2.27 (s, 3H) 0 

15 

2- (3- (2- (5-^f;i'-2-7x-;i't^/-;i'-4-^;i') x h 



20 




3- (2- (5->f^-2-7x^i/t^ty-;v-4-^;v) xh^y) 
^>v;l/^t-;u (I.15g) Ox?;-;i, (3 5ml) jg&K 2 -^n^e- 2 - 
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^fjV^ny^K.xf^f^ (0.64ml) ax xf-r h <J y &*i-v- Y 
(2 9 0mg) ^Ot^Ox, 3 W1IU;, RBm&feWLZm&t -C#iP 

5 m^^D7h777-f- : ft^^;p=5 : l) -ttfiHRU 

TlBW4ft*#***S&Efb£* (l.69g) *&tz 0 
TLC:Rf 0.46(^^"^> : *^^=4 : 1); 

NMR (CDC1 3 ) : 3 8.01-7.94 (m, 2H), 7.46-7.37 (m, 3H), 7. 18 (t, J= 8.0 Hz, 1H), 

6.89-6.72 (m, 3H), 4.23 (t, J = 6.8 Hz, 2H), 4.12 (q, J = 7.0 Hz, 2H), 3.79 (s, 2H), 
10 2.97 (t, J = 6.8 Hz, 2H), 2.38 (s, 3H), 1.53 (s, 6H), 1.26 (t, J = 7.0 Hz, 3H) C 

15 umzx^xm^tzj&izgi&ix, &Tizm?*%mt&to*nt:o 

2- (3- (2- (5->f;P-2-7x-WW-^-4 — T;i/) ^f- 



TLC:Rf o.50(tK : * 9 J : ?Dn*w= i : io: 100); 

NMR (CDC1 3 ) : d 7.94 (m, 2H), 7.45-7.35 (m. 3H), 7.30-7.15 (m, 3H), 7.07 (m, 
25 1H), 3.58 (s, 2H), 3.25 (t, J = 7.0 Hz, 2H), 2.81 (t, J = 7.0 Hz, 2H), 2.25 (s, 3H) 0 



20 
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2- (3- (2- (5-^f;i'-2-7x-;^^ x /-;i'-4-'f;i/) xf 




TLC : Rf 0.53 (^-fr > I gfcg|J^;U= 1 : 3 ) ; 

NMR (CDC1 3 ) : 5 8.00-7.94 (m, 2H), 7.46-7.41 (m, 3H), 7. 15 (t, J = 7.8 Hz, 1H), 
10 7.08 (m, 1H), 6.84-6.74 (m, 2H), 4.29 (t, J = 7.2 Hz, 2H), 3.88 (s, 2H), 2.99 (t, J - 
7.2 Hz, 1H), 2.38 (s, 3H), 1.58 (s, 6H) 0 

2- (3- (2- (5-^^-2-7x^)1/^^7-^- 4 — f ^) .x. h 




TLC : Rf 0.53(^^r-9"> : ft||if^= 1 : 3); 

NMR (CD3OD) : S 7.98-7.93 (m, 2H), 7.49-7.43 (m, 3H), 7. 13 (t, J = 7.4 Hz, 1H), 
20 6.92-6.85 (m, 2H), 6.78-6.70 (m, 1H), 4.23 (t, J = 6.6 Hz, 2H), 3.78 (s, 2H), 2.96 (t, 
J = 6.6 Hz, 2H), 2.36 (s, 3H), 1.46 (s, 6H) e 
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3- (2- (5->fJl'-2-7x-WtV , -^-4-'f^) i^y) 



2- (5-^f^-2-7x-WtV-A'-4-'f^) (1.02 
g) „ 3 -fc Kn*'>^>X7/l/f t K (0.73g) £ J: h V 7jl^;I/**7 ^ 
> (l.57g) iMitt^-Uy (1 0ml) izmmt, 1,1'- (T^*W 
10 -^)y^')y> (l.74g) fcOr-Cflnx., 2 Ltz 0 %BiM.& 

mm^**)->zto$-. mtezzmLtio zmzmmLtzo nm^^'ojy 

)V%7J*?w? Y9'?74- ^nn*;i/A=l : 100) Tffl 

SU TEWSf^t^Ht^ (l.30g) 
TLC : Rf 0.77 9 J -to \ ^nn*W=l : 20); 
15 NMR (CDC1 3 ) : 8 9.96 (s, 1H), 7.98 (m, 2H), 7.50-7.35 (m, 6H), 7.17 (m, 1H), 
4.31 (t, J = 6.0Hz, 2H), 3.01 (t, J = 6.0Hz, 2H), 2.38 (s, 3H) 0 



3- (2- (5 - >f;v-2-7x-;i/t^ty*-;i/-4-'f^) ^h*v) 
20 -7>fn_Mj;u 



o 



5 




OH 
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##«6-e«j£Lfcfl:'£ft ( 1 3 5mg) * J: tf3 -MUMS (13mg) 
i&<fc*?-P> (3ml) i:i<IU CC-ChU^^^vV^-b';^ (0.14ml) 
Srfinx., 01CC4ll#HUt#L£o R£^«^J%7Ki3<J:TOfnR^c^ h 

ftHSLfc, £S@!&5fc > (3ml) C*J» L, 2 N-Jg^ 

(0.5ml) «rJn^, .SfiT?-lftaj^L3t 0 SJS^M«r^7K^Dnx.> *»x 

S"*A"<*tiMSt. &»u Tum&miGtzmmit&to a 4o mg ) 

TLC : Rf 0.27(Bfc$x^;W ; /\*^> = i ; 2 ) ; 

NMR (CDC1 3 ) : 8 7.94 (m, 2H), 7.45-7.35 (m, 3H), 7.29 (dd, J = 8.0, 8.0Hz, 1H), 
7. 10-7.00 (m, 2H), 6.90 (m, 1H), 5.49 (d, J = 6.0Hz, 1H), 4.73 (d, J = 6.0Hz, 1H), 
4.16 (t, J = 6.5Hz, 2H), 2.92 (t, J = 6.5Hz, 2H), 2.37 (s, 3H) C 

c-vry-3 - (2- (5 ->f-A/- 2 - 7x^;i/t*tV-;v-4 ->f ;u) 

##«7"CSSL^fc^» (9 3mg) *&it*TU> (3ml) i:gj|L, 
SS^A:?-*-* (6 1ml) £J:r>*vp<f-;u*;i/AT5 K (lSfi) £Jjdx., 
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mg) 

TLC: Rf 0.74(^x^;i/ : ^^-^>= 1 : 1); 
5 NMR (CDCI3) : 8 7.97 (m, 2H), 7.50-7.35 (m, 3H), 7.33 (dd, J = 8.0, 8.0Hz, 1H), 
7. 10-7.00 (m, 2H), 6.98 (m, 1H), 5.75 (s, 1H), 4.23 (t, J = 6.5Hz, 2H), 2.93 (t, J = 
6.5Hz, 2H), 2.36 (s, 3H) 0 

10 5- (3- (2- (5->f^-2-7x^^^fty-;i'-4-^l') xf 

-2, 4-f7yVy>y*> 



15 ##«.8-CfijtLfcffc^ (9 9mg) £.x?y-;u (1ml) fc#j»U 
^*->P7 (2 6mg) £iJD;U 3 m^MML tz 0 2 N-iSK 

(1.5ml) fcifflx., -*a«tL7to a©ii^****»CJoit % ftgxfji/t 

ftJBLfco L, TE*ttfi*^&* 

20 IHMt^ft ( 6 0 m g ) t#3fc 0 

TLC:Rf 0.31(g£g?-Xf-;U : ^*^>= 1 : 1)| 

NMR (dg-DMSO) : $ 7.90 (m, 2H), 7.60-7.40 (m, 3H), 7.31 (dd, J=8.0, 8.0Hz, 
1H), 7.00-6.90 (m, 3H), 5.75 (s, 1H), 4.23 (t, J = 6.5Hz, 2H), 2.93 (t, J = 6.5Hz, 2H), 
2.36 (s, 3H) 0 
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[m\m 
mm 

J&fri$%tZ>m\ 1 0 0 

• 2 - (3- (4- (4-^f^7x-^) f7y-^-2-^;M h*v) 

7i-;MfJl/fi) gfc® lO.Og 

•«ttH3-*|**S"?A (/H«n) 0.2g 

• xfT'J>K7nv-?A (iBr&aj) o.i g 

•0^B^-b^n-^ 9.7 g 

&>T(0&j8 t ft*KmtzXi)m&Lt:&. »**«SCJ:D«iU 5m 11* 
7>7*cas«U fffii: i OJM&ttfcU 17>7>»K 20mgOffi 

• 2 - (3- (4 - (4-^f;V7x-;i/) f 7y-^-2 — f ;i^^t j>^>) 
7i^^W*) 2g 

• "?y—v v 5 g 

• 1000m l 
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5 

Ai liC 1 ~~AT)\>*\/>&*tz\±C 2~4T;u^-U>S=S:^t>L, 

A 3 \± C fcfctNg* mt> L, 
10 n(il~5£^fcU 
Rlli 

(i) tK^®?-, 
(a) C 

(iii) /no^/|^ 
15 (iv) C l-47^3*->i, 

(v) -hnS, 

(vi) KU^n^f-;u^ 

(vii) h V^npt 

(viii) MJ^n^fjVftl, 
20 (ix) v7;l, 

(x) C l~4 7;^mi, 

(xi) NR5R6I R5&XVR6\t*tl?tm±LLX, fcmW^Ztz 

l±Cl~4 7;^;vS4ffef 0 ) , 

221 



WO 99/46232 



PCT/JP99/01134 



(xu) RStmSk ttzli 
(xiii) Afn^I^U 
R2|± 

(i) tMW^K 
5 (ii) C 1-47^^1, 

(iii) nur>Wfr* ttz\t 

(iv) b l>^n^;i/g£^;bU 
C y c 1 m± 

(i) ~T T~ (,,) T 7T <"> — IT 

10 Cyc2Sli 

(i) £tst», *fcl± 

(ii) AfDil^feL, 

R3{i 

(i) *^tFx 

15 (n) C 

(iii) AD)»>|^ 

(iv) C 1-4 7^3^/1, 

(v) -bnl, 

(vi) M^n^?-;^ 
20 (vii) h 'J^op< h^vi, 

(viii) f'J^n^fWS, 

(ix) ->7;i, i/cti 

(x) Cl~4TWftI*ti?L> 
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(i) — A 4 -C— COOR 7 &x 

(fi) 2, 4-TT^')i?yV*>-5-4)V&*mt>U 
A4{± 
(i) 

5 (a) c i-4TJi/*i/^i> 

(iii) -C 1 

(iv) -Cl~47Mi/>-S-l^U 

10 fc£U 

(1) R*tt2ttSfctt3ffifc|S<£1-ai©iU 

(2) R4tf3mz%j&U A** s &#&it:lt*?-l'>i$Lt>U A3^CH 
Sr^fcU Cyc 1 tfty*! >*&t>?t AMi^f 

2. famo-*^ (i) -c^sn-sft^*, ztib<D#mw&, 

Mo 

3. i iB*©-tos (i) -c^rt-Mb^ -e-^^o^ffig, 
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4 . ( 1 ) 




10 

AlftCl~47J^U fcli C 2 ~ 4 7^-7"- 1/ >&*Mt> U 
A2{i-0-&££ti-S-££^:bU 
A3(iCH^f ^{iN^^a^L, 
ntt 1 ~5 t^fc>U 
15 R 1 li 

(i) Tfc^Hl^s 

(ii) C 

(iii) Aoy>^, 

(iv) C l-4 7^34ryi, 
20 (v) -Fni, 

(vi) MJ^n^f-jl/g, 

(vii) h 'J'nd* Y**s&, 

(viii) h V^Opt^l,?-;}-^ 
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(ix) ->7;S, 

(x) C l~4 7^*^f-*^> 

(xi) NR5R6^ (grf:, R5jsJ:tfR6|i^ftW#j£LT, &mm=?-tt: 

5 (xu) %tmm&. i?zi± 

(xiii) AfniSilfcU 
R2{i 

(0 frmfo*. 

(ii) C 1~4 7;^;H> 

io (ai) ^uyyfc^ ttut 

(iv) bV^n^f-;i/^^at>L, 
CyclSli 



C y c 2 Hi 
15 (i) &3RHt3£, Sfctt 

(n) Arnll^U 
R3(± 

(i) **JK?\ 

(ii) Cl~8 7J^;Vi, 
20 (Hi) Aoyyfif, 

(iv) C l~47;i'3+yi, 

(v) - hoi, 

(vi) hV^n>f-/u3k 

(vii) h 'Jad^ h*'>3fe, 
25 (viii) h')»v 
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(ix) vt;!, ttz\i 

(x) Cl-47mf*MI^U 
R4{i 

R 8 R 9 

(i) — A 4 — C— COOR 7 2k ttzit 

(ii) 2, 4 - f 7 V'J y > y * > - 5 - -f tfc L, 

(i) 

(ii) C 1~47^1/>S, 

(in) -C 1 ~4T;U^rl^>-0-^ ttzit 

(iv) -C 1 ~4T;U^rl^>-S-^^^t)L, 

tztzL. 

(1) R*\tZ&*tz\tZ®.\z&irtZ>i>(Dt U 

(2) R4^3mc^L, A^^r^jtli^l^Sr^fcU A3^'CH 
£^fc>U C y c AMi^W^ .xf-l^ 

5. »^o®a4ie^o-^ (i) -c^sfiMt^o? cycii 



l-J 



itzit 
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6 . <fb£W> 

I) 5- (3- {\£7 x.-)]/- 7x-)l/) 

5 2) 4- (3- (t*7x-)l/-4-^M h*v) *7x-;P) Zf?>&-m-)l 

x-.xf-ji/, 

3) 4- (3- (2- (5 -^^-2 - 7x-;i/t^rt > /-;l'-4->f ;U) J- 
h*v) 7x-^) 7*^>K->fJVXXf^ 

4) 6- (3- (2- (5-^f^-2-7x^^t/-;i/-4-^f;i/) x. 

5) 5 - (3 - (2 - (5-^f^-2-7xx;l/^^fy-;i,-4-^) 

6) 6- (2- (2- (5-^f^-2-7x-;^W-)l'-4-'f;i/)x 
h*v) 7X-*) ■ **-*X*?JK 

15 7) 5- (2- (2- Jl/-2-7xxWt/-fl/-4-'f^) x 

8) 2 - (3 - (2 - (5-^;l/-2 - 7xX^^t'/-^-4 ->f/U) x. 
b*v) 7x^) • ^;U.xX-f>K 

9) 5- (3- (3- (5 - > f 2 -7x^)l/t+t /-JK 4 - ^Jl') 7* 
20 o^v) 7x-;P) >g£ • ^A'X.^xJK 

10) 2- (3- (2- (5-^^-2- (4-^f;i/7xx;i/) ^.^y- 
;l/ _ 4 _^ ;1/ ) x^y) 7i-;i/) gfcgg. 

II) 2- (3- (2- (5-^f-^-2- (4-xf-jl/7x-;i/) 
;l/-4-'OW) x^y) 7i-)l') ftK- ^f-A/i^r^ 

25 12) 2- (3- (2- (5-^^;i/-2- (4-7*n^7xX^) 
4 -J )V) .xb^v) 7jc~;1') g^i? • 
13) 2- (3- (2- (5-^f-;l'-2- (4-^V7*ntf;i/7xx;i/) 
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14) 2- (3- (2- (5 -**->u-2- (4- ( 2 ^;i/7*n \£)V) 7x 
-Jl/) **"9-y-;l/-4 ->f )V) xh + v) 7xxi;i/) • ^;i/x*x;K 

15) 2- (3- (2- (5->f L ^-2- (4- t -7*f-;W7i-;u) 
5 V-;i/-4 ->f xK'» 7i-;i/) gfcgfc • ^-f ;wx*xJK 

16) 2- (3- (2- (5 2 - (4-^h*y7xxj|/) 

4 — f iV) xK^y) 7x-;U) gfigg • f-^X^-rJW 

17) 2- (3- (2- (5-^^-2- (3, 4-^^v7xx^) * 
W/-A"-4->f *) xh+y) ?xx^) HK-^f^xxfJK 

10 18) 2 - (3 - (5-^f^-2-7xx;^^t^-Jl/-4-'f;l') ^f^f 
v) 7x-;i/) SK^f^fJK 

19) 2- (3- (2- (5 -*<f-)V-2 -7x^;Uf-7V-;i'-4 --f jc. 

20) 2- (3- (3- (5-^f;i/-2-7xx;^W-^-4-^l/) 
15 7D>K^y) 7xx;l/) Sg-^fJl/XXf^, 

21) 2- (3- (2- (2-7i-WH , /-^-4--fJl') x}>*v) 7 

22) 2- (3- (2- (5-p«f-;i/-2- (3-^nn-4-^f;P7x^) 
***V-/l'-4 -4 )V) x^y) 7i-)l/) iK->f^xxf;K 

20 23) 2- (3 - (2 - (5-xf-/l'-2-7i-****7 , -A/-4--f;U) 

24) 2- (3- (2- (5 2- (4-7f^7xXfl/) t^y- 

25) 2- (3- (2- (5 -^f-;l/- 2 - (4-^nn7x-;u) *+^y»- 
25 )\>-A-4)V) xUv) 7xx;i/) gfcgg • fgl/iT^K 

26) 2- (3- (2- (5 2 - (2-^^7xx;i/) ^-^^>/_ 
;i/-4-^;i/) i^y) 7x-;u) tfcgg • ^;1/.x.*t;k 
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27) 2- (3- (2- (5 2 - ( 3 f-/U7 x-H/) *4Mf % /- 

28) 2- (3- (2- (5->^;U-2- (4 — HJ 7fl'#EM f-;W7x— ;i/) 
** < 9*y-A'-4-'f^) x^y) 7x~;i/) gf-gg • ;><^;wx;*r/K 

5 29) 2 - (3 - (2- (5-*f-;i/-2- (4-7^n7xz;l/) t^-fry 
4 — fju) xh^J/) 7x-;i/) Mfc* 

30) 2- (3- (2- (5-^^;i/-2- (4— >7V7x-;w) **-9-y- 
;lx-4-^f;V) x^y) 7x-^) ftR-^^x^fA', 

31) 2- (3- (2- (5 ->f-;U- 2 - (3-xfo-4-^f;P7i^l/) 
10 xh^y) 7x-;u) iU^fju^fJK 

32) 2- (3- (2- (5 -J*-^- 2 - (4 -^^7i^) **^y 

_;p_ 4 _ y f;| / ) JLh^'» 7xXJl/) gj=$ . ^f-jUX^f^K 

33) 2- (3- (2- (5-*?-;W-2- (4 h n 7xx;u) **.y-y_ 
;l/-4-^;i/) xKy) 7x-/U) S|!->f;i/X^fJK 

15 34) 5- (3- (tT7x-;l/-4->f;i/^ h*v) 7xx«/) 

35) 4- (3- (e7xx;u-4-^fJMh^y) 7xx;p) y? 

36) 4- (3- (2- (5-^fA'-2-7x-;i'tH/-;l'-4-^) 
x^y) 7x-;p) y?^ 

37) 6- (3- (2- (5-*-^-2-7i^/U**^y-;i/-4--f;lO • 
20 xh^ri/) 7x-;U) 

38) 5- (3- (2- (5-W-2-7x^WW-;V-4-'f^) 
x !»*'>) 7x-;l/) ^>*>B£, 

39) 6- (2- (2- (5 2 -~7 x.-)V* )V- A -J )V) 
Xh + y) 7x-;l/) ^3MJ->$, 

25 40) 5— (2- (2- (5-^fil'-2-7xzWH/-;l'-4-^;i/) 

xh^v) 7x-;w) s<y?y^ 

41) 2- (3- (2- (5-^f;l/-2-7xx^W-;i/-4->f;l/) 
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42) 5- (3- (3- (5->f^-2-7x-Jl/W/-^-4-'f^) 

43) 2- (3- (2- (5 2- ^7i-JP) rj-^-y-y- 
5 ;i/-4--f;w) -xb^v) 7x-;p) Bfc$> 

44) 2- (3- (2- (5 -^f"^- 2 - (4-xf^7x-^/) ^^V- 

45) 2- (3- (2- (5 2- (4-7'd^7x-^) 
-;i/-4-^;W xh+y) 7x-;l/) ftBU 

10 46) 2 - (3 - (2 - (5 2 - (4--f 7yDfc>7x^;i/) 

■^y*-;P-4--f ;v) ih+y) 7i-^) 

47) 2- (3- (2- (5-^;i"-2- (4- (2->f;^nt» 7i 
-AO **-9-V*-;t/-4-'r/l') xj>^-» 7x-;i/) gf=$ x 

48) 2- (3- (2- (5-^f-;W-2- (4- t -7*f ^7x-^) 
15 V~)V-4-4)V) Xf^y) 7xX)l/) ffc^ 

49) 2- (3- (2- (5 -^f-;U- 2 - (4-n*v7x^l/) 
-;U-4-^;u) l^y) 7x-^) fji#, 

50) 2- (3- (2- (5-^f-;i/-2 - (3, 4 - V* h **s7 a.-*) * 
^■9-V-;U_4-^;U) x^y) 7iX)V) gf;& 

20 51) 2 - (3 - (5-^fJl'-2-7xxW^'/-;p-4-^i / ) j y % 

v) 7x-;U) 

52) 2- (3- (2- (5-^f^-2-7xx;i/f7y-^-4-^) X 
h*v) 7x-;P) 

53) 2- (3- (3- (5-^fJV-2-7xX^ti|rty-;v-4 — f;u) 
25 7*n#*y) 7x-;W) ft& 

54) 2- (3- (2- (2-7xx;^W-^-4-'f^) x^y) 7 
x-;p) 
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55) 2- (3- (2- (5-*f-^-2- (3-^00-4-^^7*^) 

56) 2- (3- (2- (5-xf;v-2-7x-WW-;V-4-'f;l') 

5 57) 2 - (3 - (2- (5-^f-;i/-2- (4 -7f-JU7 jc-JI/) 
;l/-4-^;U) Xh^y) 7jl^;I/) gfcg^ 

58) 2- (3- (2- (5-^f-;W-2 - (4-^DD7x^) *3MJ-y- 
Jl/-4->fA') xh+y) 7xxjl/)^ 

59) 2- (3- (2- (5 - ^f-;i/-2 - (2-^f^7z-;i/) 
10 ;P-4--f^) ^h*v) 7x-Jl/) 

60) 2- (3- (2- (5-^f-;U-2- (3-^fJl/7x-;l/) **"9-V- 
;U-4 — f ^) xh + y) 7i-;i/) 

61) 2- (3- (2- (5 -^f-^- 2 - (4-fV7JVtn>f;i'7x-^) 
**.-9-y-^-4-> f^) x^y) 7x^) ^ 

15 62) 2 - (3 - (2 - (5-^f-^-2- (4 -7^071-^) ^^^T* 
-;i/-4--f;U) .xh*v) 7x-^) gfc$, 

63) 2- (3- (2- (5-^^;W-2- (4-v7y7x^^) t*^/- 
;U-4->f;l/) xf^fy) 7X-JI/) 

64) 2- (3- (2- (5-^^-2- ( 3 -- h n - 4 -j* f;i/7ix^/) 
20 tZ-W-fr-A-jJV) xh + y) 7x-;U) 

65) 2- (3- (2- (5-*f-fr-2- (4-^W7x^) **-9-V* 
-;i/-4->f;p) xh+y) 7x-il/) 

66) 2- (3- (2- (5 -^^-2- (4-xhD7x^) J*-*^/- 
;U_4_^;p) xf^y) 7x^^) 

25 67) 2 - (3 - (2 - (5 f-JU- 2 -7xi^tt , /-JI'- 4 -<( )V) 
-x^;l/f-*) 7i-;i/) ^^f^xxf^ 

68) 2- (3- (2- (5-^f^-2-7xx;^HV-il'-4-'f^) 
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5 1) 2- (3- (4- (4-^f^7xi;l/) f7/-;i/-2-'f;Mh*y) 

2) 2- (3- (3- (e7x-jU-4-^> h*v) 7*-;i/) 

3) 2- (3 - (3- (4- (4-^f;P7x^) f7'/-^-2-'fW h 

4) 2- (3- (vf7i-;w-4— f h^v) 7*^;i^f-;i/f-*) . 

5) 2- (3- (2- (5 -^f ^-2 - 7x-A/t+t/-^-4 ->f Jl') x 

15 6) 2- (3- (3- (2- (5-^^;P-2-7i-;l^^^-9-y*-jl/-4--r 
;p) i^y) 7x.-;u) 7nfc?;Uf-*) ^ . 

7) 2- (3- (2- (tf7x.-;l/-4 i^y) 7x^^^W^-) 

8) 2- (4 -^oo-3 - (2- (5-^f^-2-7x-;i/tW-^- 
20 4- 4*) Xh^-y) 7x-;MfjVft) BNK • ^ ^^X^f^ 

9) 2- (4 -^nn-3 - (4- (4 -* f-;P7 ^-TV-fr- 2 -4 
)V* h^y) 7^-;u>f-;i/f-*) gi=$. ^f^i^f^K 

10) 2- (3- (t*7x^;l/-4-^;M^y) -4-^nD7x^;Mf 

25 11) 2- (3- ( (2 E) -3- (fcf 7x-;i/- 4 --Oi') 7n^-;^+y) 

12) 2- (3- (3- (tf7oc-;i/-4--f;U) 7n*'*v) 7x^)Mf^ 
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13) 2- (3- (if7ac-;i/-4 -<<Ji>* h + y) tf'J^^-s-'fWf ;i/ 

14) 2- (3- (4* -•/n^7i-fl/-4-'f;MF*y) 7i^;M 
5 fWi) St'^fWXf^ 

15) 2- (3- (4- (tf'JV^-4-'f ;V) 7x^Mh + y) 7x-JM 

16) 2- (3- (4- (kfU W-3-W;W) 7i-JM 7i-)M 

io n) 2- (3- (4- (i, z-v***M y^-^ty 

*v) 7x-lMfJ^t) SK^f^X^K 

18) 2- (3- (4- (If U Vy-2 -4 fr) 7x-;M h^y) 7x-)M 

19) 2- (3- (4- (i, z-v**4Hyyy-A-4)v) 7*-;m h 

15 7x-;Mf;i/fi) Sfc$? • * f-;i/X*xfl\ 

20) 2- (3- (2-7x^f7V-^-4 — Ol^ h*v) 7xzjm ^ 

21) 2- (3- (2- (5 2 - (4-^f^7x-^) **^V*- 
;i/-4 — f;w) .xh^y) 7x-;i/^f fifcgg • ^f^fjl/, 

20 22) 2- (3 - (2- (2--7jc-;U^TV-;V'-4--f;V) x^y) y x. 

23) 2- (3- (2- (2-7x-Wt'/-^-4->fA') xh* v ) 7 

24) 2- (3- (2- (5-^^-2- (1, 3 - 9 J**4M >?y- 5 - 
25 -i)V) **cW-)\>-4->(fr) xh^fy) 7i-WfWt) • ^ f- 

25) 2- (3- (5-^f;i/-2-7x-;^+t 1 /-Jl/-4-^f;M h*y) 
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26) 2- (3- (3- (5-^f^-2-7x^;i/t#t/-ji/-4-^;i/) 

27) 2- (3- (2- (5 2 - (2 f^7x-;i/) 

5 )i>- 4-4)1) ^.h+v) yi-JMf^f*) si-^fji/i^fa/, 

28) 2- (3- (2- (5->-^;W-2- (3-^f^7x-^) 
;l/-4-^f;l/) x\h*i/) . * ^;i/jL*f- >K 

29) 2- (3- (2- (5 2 - (4-^ Ky7i-Jl/) 

10 30) 2 - (3 - (2 - (S-^f;i'-2-7x-;i/tW-;i/-4-'f;i') 
x^y) -5-^oo7x-JMfW) • ;*^;ux.*-r;K 

31) 2- (3- (2- (5->^;i/-2-7x^;U^^r-9-V-;i/-4-^;i/) 
xF+v) -2-^W7x-Wfm) ffiK-^f^x^fJK 

32) 2- (3- (2- (5-^f;v-2-7x-^t+fV-;i/-4 — f;W) 
15 -l-^fjbxh^y) 7x-;m Wt) SH- ^f;i/xXT;K 

33) 2- (3- (2- (5-^f-;u-2-7x-;u**'tV'-;l'-4--Ol/) 

34) 2- (3- (2- (5->f;l'-2-7xx;l/tapty-;i / _ 4 — f;u) 

20 35) 2 - (3 - (2- (5->^;u- 2- (4-xf jl/7x^jl/) **^/- 
;p-4-^;W) xhJfy) 7x-;MfWt) gfc& • > f-;Wc*-f ;K 

36) 2- (3- (2- (5-^f-;i/-2- ( 4 -fu x-/U) 

37) 2 - (3- (2- (5 ->^;U-2- ( 4 -4 V 7d if ;U7 x-;u) 

25 -^y*-;u-4--f ;i/) x^-» 71 - A/^;u?-;j-) fj=$ . ^^-ju^ir^. 

38) 2- (3- (2- (5->f;V-2-7xx;^7v*-;V-4-^;i,) x 
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39) 2- (3- (2- (5-^f-;U-2- (4-W7x^^) 

40) 2- (3- (2- (5-if^-2-7x-;i/t+tV-;i/-4-'f^) 
xh^v) y^^f-n^*) • *^Kx*tJK 

5 41) 2- (3- (2- (5->f-;W-2- (4-^>f^7x-^) ^^r^V 
~;i/-4-^;l/) JCh^v) 7i-;Wpt-f /i/f-*) *?-)\'3-Zt)1', 

42) 2- (3- (2- (5-^f 1 ;i'-2-v^n^^->;i/^^rf-y-;l/-4 - 

43) 2- (3- (2- (5-^f-;i/-2- (4- ( 2 J-)U?ti 7i 
10 4-^01/) x-h^rv) 7x^^Wt) gfcg£ • f- 

44) 2- (3- (2- (5-^f-^-2- (4-t-7f^7x-)l/) 

45) 2- (3- (2- (5-*^;W-2- (4-v^da+ v ;1/7x-^) * 

15 *-9-v*-;i/-4 — f;v) xKv) yjL-)V* mk- ^^^^t 

46) 2- (3- (5 -^;U-2 - (1, 3 -V**4yj >y>-5 -4 )V) 

20 47) 2- (3- (5-^f-;u-2- (4-^V7ni:>7x^) **-9"V*- 

48) 2- (3- (2- (4-^;u-2-7i-;U5}-^y*-;l/-5-'f;u) 
xK^rv) 7xz;Mf;i/ft) SK^f^7,fJK 

49) 2- (3- (2- (5-^;U-2- (3, 4-yVF*y7x^) * 
25 4r^y*-;W-4 --f )V) Xh^y) 7x-)MWt) i^-^f^f 

50) 2- (3- (2 - (5 -*T)V-2- (4-^f-;Hf^9v ? >- 1 
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5i) 2- (3- (2- (5 2 - (tfu yy-i-jfr) ***rv- 

5 52) 2 - (3 - (2 - (5 -^^-2- (f t7x>-2->f;V) 

~,\,-4-y( ,1,) x^y) 7x-;MWt) ftK-^f-^Mf"^ 
53) 2- (3- (2- (5 2 - (4-^W5;7x-M * 
4 ->f Xf^fy) 7x-)V^Wt) TO'^A'X^x 

10 54) 2- (3 - (2 - (5-^f-^-2-v^n^^f-;i/^-#-9-V-;i/-4 - 

55) 2- (3- (2- (5->^^-2-'>^n7'Dtf;i/^^-tV-;i/-4- 
. >f;i,) xhfy) 7x^JMfWt) TO • >^;u^^-r;K 

56) 2- (3- (2- (5-^f-;W-2- (4- (1, 2, 3-f7y7V- 
15 )V-A-y()V) 7i-;|/) fr- 4 - 4 )l<) xh^y) ^Ji-^^f- 

57) 2 - (3 - (2 - (5 2 - (4 - (4 1 , 2, 3 - ; 
f7y7'/-*-5-'f*) 7x-;l/) **"frV-A'-4->r>l') X^y) 
7x-WfW) TO - ^f-^^x^K 

20 58) 2 - (3 - (2 - (5 -><^-;U-2- (7 9 >- 2 -4 fr) 

-4 — JCh^rv) 7x-)MWt) TO • ^f-^X^fA/, 

59) 2- (3- (2- (5->f-;U-2- (tf ') 4 -4 )U) 
;l/-4->f;U) ih^rv) 7x-;V^f )l^f t) TO • ^ ^x*xA\ 

60) 2- (3- (2- (5->fil/-2-7xXfl/t4ft , /-;i'-4-'f)l') 
25 Xb^ri/) 7x^W^y) TO • t -7"f il'XZf^, 

61) 2- (3- (2- (5->f-A>-2- (lf'Jy>-3-^^) 
;U-4-^;U) xh^fy) 7x-JMfWt) TO • 
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62) 2- (3- (4- (4->f^7x-;i/) f77-;i'-2-^;M h*v) 

63) 2- (3- (3- (t*7x-;i/-4-^f;Mb^y) 7^x:;u) 7*nif;w 
5 64) 2- (3 - (3- (4- (4-^f;l/7x-;V) fT'/-^- 2 -A )V * 

65) 2- (3- (lf7aL-;i/-4 -4" )V* h*v) 7 ^;Uf-*) jfcg^ 

66) 2- (3- (2- (5-^^;w-2-7ji-;i/^^-9-V-;i/-4->f;u) 

10 67) 2- (3- (3- (2- (5-^f^-2-7x^;l/pj-^t7-^-4- 
>f;i/) x^y) 7i-*) 7nt^ft) gfc$ % 

68) 2- (3- (2- (fc'7i-;i/-4-^l') X^y) 7x^WWf 
*) IHt 

69) 2 - ( 4 - * no - 3 - ( 2 - (5 2 -7xi**W-* 
15 -4-^f;i/) xf^fy) 7jc-;u^^;u-^^) 

70) 2- (4-^nu-3 - (4- (4 f77-JV-2- 
<f IV* b*v) 7xx^fW) fife®, 

71) 2- (3- (tf7x-;i/-4->f h*v) -4-70D7xx)l/^f 

wm. 

20 72) 2 - (3- ( (2 E) -3 - (^7x^-4-^^) /n^A-t^r^) 

73) 2- (3- (3- (t'7xX)i/-4-^f;V) 7n^y) 7x-)Mf^ 
f-t) 

74) 2- (3- (tT7i-;U-4 ^Vi?>-5->f)U^f-^ 
25 ftBL 

75) 2- (3- (4' -7*ntr;nf7i-;i/-4 ->f h4r'» 7x^^ 
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76) 2- (3- (4- (fcf'J VV-4-<ifr) 7i;WK-» 7i-^^ 

77) 2- (3- (4- (eUv>-3->f^) 7x-;i/pt 7xz;M 
5 78) 2 - (3 - (4- (1, 3 -V**4M >y>-5-<< )l<) 7x-W h 

79) 2- (3- (4- 7i;Wh^y) 7x^;M 

80) 2- (3- (4- (1, 3-v**-9--f>r>-4-'Ol') 7i-)M b 
10 ^y) 7x^^^Wt) 

81) 2- (3- (2-7x-;i/f7'/-^-4-'f;M 7x^Mf 

82) 2- (3- (2- (5-^;W-2- (4-^f^7xz;l/) ^-^^v»_ 
)\,-±-s()V) x^ v ) 7x-;MfH*) 

15 83) 2- (3- (2- (2 - 7x-;i/f7V-;i/-4-^l/) .xh*v) 7*. 
^;i^f-;i/**) 

84) 2- (3- (2- (2-7x-^W-^-4->f^) xf^y) -7 

»BL 

85) 2- (3- (2- (5-^^-2- (1, 3 - v**^M > r>- 5 - 
20 <<*) ^^r-9-y-;l/-4-^;l/) xh+y) 7xx;Mfjl,ft) Bfc®L 

86) 2 - (3 - (5-^f)l/-2-7xxWf/-;i'-4-'f;M h*v) 

87) 2- (3- (3- (5->f^-2-7xxWt/-;i'-4-^;i/) 

25 88) 2 - (3 - (2 - (5 -^f-;l'-2- (2 - ^^7xx;l/) 
;l/ _ 4 _^ ;l/ ) xh^y) 7xx^^f;|/ft) Bfelfcs 
89) 2- (3- (2- (5 2 - (3-^f;i/7xxf) 
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90) 2- (3- (2- (5-***- 2- (4-* h **"frV* 

91) 2- (3- (2- (5-^f^-2-7x-;i/tW-;i'-4-^l') 

92) 2 - (3 - (2 - (5-^^^-2-7i-;W^-^r t 9-V-JU-4 — f/U) 

93) 2- (3- (2- (5-^fH'-2-7x-WW-;i'-4-'fM 
- 1 -^;l/J.h*v) 7xxwwt) gf^ 

10 94) 2 - (3 - (2 - (5-^f^-2-7xx;i/t+t 1 /-^-4-'f;i/) 
7"n^y) 7x-;MfW) 

95) 2- (3- (2- (5-^f^-2-7x^W-;i'-4-f;i') 
xh^y) 7jc-;i/^f-;i/f-^-) 7*n/rygg.thv^At, 

96) 2- (3- (2- (5 2- (4-xf>7x-M t^V- 
15 ;i/-4--f^) x^y) 7x-;Pp{f- ;!/■?•*) gfc$, 

97) 2- (3- (2- (5 -*f\rt/- 2 - (4 -7*n lfjl/7x-^) **-9-y 
-)\>-4-4)V) 7xX)Mf;i/ft) fifcgL 

98) 2- (3- (2- (5-**-*-2- (4 -4" v^nif^xi*) 
^y*-;i/.-4-'f ;u) xi***) 7ixwwt) 8fc$, 

20 99) 2- (3 - (2 - (5 -^f^-2-7xx;i/f7V-;i/-4-^;v) x 
h +y) 7xx;p^f^ft) 6f#> 

100) 2- (3- (2- (5 2 - (4-7f^7x^;i/) **-9-y*- 
;u_4_^;p) x^y) 7x^X01 ffc^ 

101) 2- (3- (2- (5-xf;i/-2-7x^;i/t^ty-;i'-4 — ( JV) 
25 Xh^py) 7xX)MW^) 

102) 2- (3- (2- (5 -^f-^-2 - (4-^yf;U7xx;i/) 
-;i/-4-^;i/) xh^fy) 7x;^>f*f^) 
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103) 2- (3- (2- ( 5-^7-^-2 -v^a^*v;w**-if-y- 4- 

104) 2- (3- (2- (5 - (4- 7i 
5 105) 2- (3- (2- (5-^f^-2- (4-t-W7i-^) i+t 

106) 2- (3- (2- (5-^.f-;V-2- (4-y^OA^y^7x^) * 

107) 2- (3- (5-*f-fl/-2- (i, 3-vt^^( yyy-s-j )v) 

10 ^^-9-V-^-4 — (frfY*^) 7i-)Mf;i'ft) ^ 

108) 2- (3- (5 -> 2 - (4-'fV7*Dtf;l'7x-;V) ^^Hfv- 
;i/-4--f;P^ b^rv) 7x-;V^f^ft) BfcgL 

109) 2- (3- (2- (4-^f;i/-2-7x-WW->-5-^) 
15 110) 2 - (3 - (2 - (5-^f^-2 - (3, 4-v7 h*v7x^l/) t 

111) 2 - (3- (2- (5-**-/u-2 - (4 -^f*e^?y>- 1 *) 

112) 2- (3- (2- (5-^^-2- (VfU 5? > - 2 - 4 *3MJ-V*- 
20 fr-A-4)V) X^y) Vjc^;^^;^;*-) gfc$, 

113) 2- (3- (2- (5-*1-)V- 2 - (ft7x>-2-'f;i') **-9"V* 
-;i/-4-^f;U) x^y) 7ac^;i/^;l^*) gfcgg, 

114) 2- (3- (2- (5-^f-;w-2- (4-^f;l/75;7x^) * 

A-4 )V) xf^fy) -7^-;i^f-;b?-*) gj-g^ 
25 115) 2- (3- (2- (5-^^-2-v*n^>f-^**^y*-;i/-4- 
^f;i/) x^y) 7xX)MWt) gfc$, 

116) 2- (3- (2- (5-p«f-;W-2-'>^n7'atf;i/^^-9-y-;i'-4- 
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117) 2- (3- (2- (5 2- (4- (1, 2, 3-f7^7V- 

5 118) 2- (3- (2- (5 2- (4- (4->f-JU- 1 , 2 f 3- 

119) 2- (3- (2- (5-^f-;U-2- (77>-2-'fjP) 
-A-4)V) xh*5/) 7i-^^fm) ft®, 
10 120) 2- (3- (2- (5-^^;U-2- (tf'J v>-4--f;U) ^^rHJ-V- 
;l/ _ 4 _^ ;l/ ) jth^ri/) 7x-^^Wt) 

121) 2- (3- (2- (5-^f^-2-7x^^fy*-^-4-'f;i/) 
ih+v) 7x-Wh+y) Bft& 

122) 2- (3- (2- (5-*f-*-2- {M V >- 3 -4 )V) 
15 x^y) 7x-;Mf^ft) Bfc$> 

123) 2- (3- (2- (5-*f->U-2 -7x^;l/^^t , /-^-4 ->f /u) 
xh^ry) 7x-;Mf;kft) -2->f ^7*o;r/||.xf;i/X7fiK 

124) 2- (3- (2- (5-*-^-2-7i-^**^V-;i/-4->f;i') 

20 125) 2- (3 - (2- (5 2- (1, 3 -i^^MM > 7":/- 5 - 
4*) ^^V-)V-A-OV) x^y) 7x^MF+y) gf=$ • t-7 

126) 2- (3- (2- (5-P«f-;W-2- (1, 3-v**^M >^>-5 - 
4*) t^v*-;i/-4 -- fflO x^y) 7x-W^y) gfcgL *fctt 

8 . tt&m-hK 
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1) 6- (3- (4- (4-^f^7x-«/) f77-;l'-2-'f;Mb^-» 

2) 4- (3- (4- (4-^f^7x-;i/) f7V-;i'-2-'f;i'^ h^rv) 
5 3) 6- (2 - (4 - (4 -^f;P7x-Jl/) f7'/-Jl/-2 — f Jl^^t h^v) 

7x-;i/) Mt^.^f^f;K 

4) 2 - (5 - (t*7x-^-4-^iM h*v) -2--hD7x-Wf^ 

5) 2- (3- (fcT7x^;i/-4->OM h*-» -4--F07x~;Mf;i' 

io ?-*) Bfc$ • 

6) 2 - (3 - (2 - (5 -^f-^-2 - (4- h U 7Jl/tDpif ^7x-^) 

7) 2- (3- (2- (5-^f-;U-2- (4-7WU7 x.-)V) **«9-y*- 
15 X^y) 7x-;MfJl/f*) Bfc6£ • P< f-fl'.x^-f >K 

8) 2- (3- (2- (5-^-^-2- (4-^nn7x-;u) 
-4-4*) ^h^rv) 7^-;u^?-;i^;j-) gfc$ • f-;Kx;wK 

9) 2- (3- (2- (5-^f^-2-7x^W-;v-4-^f;i/) ^ 

20 io) 2- (3- (2- (5-^f-;i/-2- (4 b D7i-;w) 

11) 2- (1- (3- (2- (5-^f*-2-7x^;Pt^t7*-;l/-4- 
-f;i/) xh^fy) 7izji/) Ig^fJl'XXf;!', 

12) 2- (3- (2- (5 - h *) 7**11 2 - 7xx;i/iW7*-^ 
25 —4 — T ^) 7x^;MWt) fttt • >f-;i/Jc*r;K 

13) 2- (3- (2- (5-*?-*-2- (2, 2-y7^n-l, 3-y 



242 



WO 99/46232 



PCT/JP99/01134 



14) 2- (3- (2- (5-^^-2- (2, 3, 5, 6-f l«77^o 

#W/-A—4->f A/) 7 

5 15) 2- (3 - (2 - (5-^f-^-2- (3-^DD-4-^f «/7i-Jl/) 
rA\ 

16) 2- (3- (2- (5-**A<-2- (4-h 'J7^D> l« + y7xz 

AO **-9-V-A'-4-'rA') x^y) 7^^;w>^;i/^-^) Bfc®-^-?-^ 
10 jca-jr/u, 

17) 2- (3- (2- (S 2- (3, 4, 5-PJ^h + v7x- 
A/) *#*9-V-A/-4 -4A0 x^v) 7xx;MWi) ftR-*f-A' 

18) 2- (3- (2- (5-*f-fl/-2- {A-***f-*~7*-*) 

15 '/-A/- 4-4 AO ih^ri/) 71-WfJl/ft) B|.^f-*x^f^ 

19) 2- (3- (2- (5->^A>-2- (3 hn- 4 -^f;V7i-^) 
t^MJ-V-A-- 4--f AO xh*v) 7x-^^fWt) g^^-^f-;^^ 
rA\ 

20) 2- (3- (2- (5- < *f-A'-2- (1, S.-V*Wt>r>-5- 
20 4 AO 4 -4*0 xh^fy) 7 i-A^) • * f-Ao^r JU, 

21) 2- (3- (2- (5->f-;U-2- (3, 4, h^>7x- 
AO )V) xh^y) 7x-A/) ^t^fiPxxf^ 

22) 2- (3- (2- (5->f-A>-2- (4- MTAoJ-n* h+y7x^ 

A') ^^•9-V-;w-4-> fAO xf^» 7^-aO &m • ^a^xxA/, 
25 23) 2 - (3 - (2 - (5 -*^A'-2- (2, 2-y*7WD-l, 3-^ 
**-9">f >^>-5-4A0 *W/-*-4 — f H/) x^y) 7xx)l/) 
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24) 2- (3- (2- (5-*f-;U-2- (4 - b V 7;U*CM f-;w?-*7 x 

^^•9-V*-;U-4 x^-» 7 *s gf=$ • ^ 

25) 2- (3- (2- (5 -^f-^-2 - (4-/7^7x^1/) ^-^y- 
5 ;u-4 — f/u) xFJfv) 7i-Wf;i/ft) gfc$ • 

26) 2 - (3- (2- (5->^;P-2 - (4->^nMi/^7i-^) * 
+-y-V*-;l/-4 ->f/u) x^y) 7xxA') ffi8->f;i/x^f;i/, 

27) 2- (3- (2- (5-^f-;W-2- (4-^W5;7xx^) * 
^r«9-y-;U_4_^;U) xb4r'» 7x-)l/) Bfc$ • * f7l/X*<f;K 

10 28) 2 - (3 - (2 - (5->*7U-2- (f*7x>-2 — f )V) 
-;l/_4_yf;U) xf^» 7xi)l/) ftR • ^f-^^f ^, 

29) 2- (3- (2- (5-*f-/U-2- (77>-2-'f;v) 
— 4—4*0 xh^rv) 7x^)1/) Sfc$ • ^•T-A'X^t^k 

30) 2- (3- (2- (5-^f-;U-2- (ev v > - 2 --f ;U) t^V- 
15 ;l/-4-^f;l/) Xh^y) 7x^)1/) SK-^f^f^ 

31) 2- (3- (2- (5->f-;l/-2 - (4-^f-;l/-l, 2, 3-f7^ 
r/-A'-5->(^) tW-;i/-4-^;i/) xb**» 7 X -;u) • 

32) 2- (3- (2- (5-*^/l/-2- (2, 3, 5, 6-f h57J^a 
20 -4 -ptf-;w7i-;w) ^^-9-y*-^-4-^^) x^>» 7x^)1/) 

33) 2- (3- (2- (5-^f-^-2-v?n^*v;u*iH}-V*-;i/-4 - 
>f;i/) x^y) 7acx;l/) gfc$ • ^f;i/i^f;i., 

34) 2- (3- (2- (5-^^-2-y^n^>WW-;i/-4- 
25 >Ol/) x^y) 7 X -;1/) SNSS • ^f^xAf >K 

35) 2- (3- (2- (5-^^-2 - V>-3 -4*) 
;U_4_^;l/) x^y) 7i-)b) Sg^f*xxf^, 
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36) 2- (3- (2- (5-^f-;U-2- 4 -4 AO t^r^V*- 
;|/-4--f;i/) 7i-;i/) • ^f-A'X.x-f JK 

37) 2- (3- (2- (5 2- (4 -^^fcf^yi^- 1 ->fA0 
f7y-;i/-4-^) xh^y) 7x-;i/) gfcgg • ^A'X^rA^ 

5 38) 2 - (3 - (2 - (5-*+*- 2- (4-^Wt7x-;l') 
-W AO x^i/) 7i-;i/) 8HII->.f^fA', 

39) 2- (3 - (2- (5-^^^-2-v^n-/ntf;i/^-^r-9-v*-;l'-4 - 

40) 2- (3- (2- (5 2- (*y 'J >- 2 ->f A/) 

io A'- 4 -4 AO x(.+y) 7x-;i/) SK-^f^xxf^ 

41) 6- (3- (4- (4-^f«'7xiA') f77*-^-2-'f )M h*v) 
7xx^) 

42) 4- (3- (4- (4->f-A/7x-A/) f7V-^-2-'f h*v) 
7iXiV) 7*>», 

15 43) 6- (2 - (4- (4-^fJl'7xXjl/) f7V-;V-2-'f W h*v) 

7x-;i/) -^w^a, 

44) 2- (5- (kf7x-A/-4 --fA^ - 2 h 07ii)M f- 

45) 2- (3- (fcf7xXA/- 4 — f A/* h*v) - 4 Y n 7xXJl/^ 

20 

46) 2- (3- (2- (5-^f-;P-2- (4-h V7/l/*n^f fl/7x-*) 
**-9-y-A/-4->f AO xh*$0 7xxjMWt) St&> 

47) 2- (3- (2- (5-*?^- 2- (4-7**D7xx^) fr^Mf-V 
-A/- 4 -4 AO xf+y) 7xxJMfHt) 

25 48) 2 - (3 - (2 - (5-*f"A/-2- (4-*nn7xxA0 **"tV- 
)U- x^y) 7xx)Mf;Pfi) 

49) 2- (3- (2- (5-^f)l/-2-7xX^t>/-^-4->f^) 
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xh4r'» 7i-jp) -2 -ff-fr-fu^y^ 

50) 2- (3- (2- (5-^f^-2 - (4--hD7x^) t^y"- 

51) 2- (1- (3- (2- (5-^^^-2-7i^;Wt^ t 9-V-;W-4 - 
5 >fA/) xh^y) 7x-;l/) i^;Uf-^-) 

52) 2- (3- (2- (5-h'J7^to^f;v-2-7x^W/-^ 
-4--f;t/) x^y) -7x^;u^f-;i^*) ^ 

53) 2- (3- (2- (5 2 - (2, 2-^7^0-1, 3-v 
**^>f 5 — flU) *^r^V-;w-4 ->f A/) 7x-;M 

io */u**) 

54) 2- (3- (2- (5-^f-;U-2- (2, 3, 5, 6— rYyy^tu 

7*) 

55) 2- (3- (2- ( 5 — > 2 — (3-^on-4-^f;i/7x-^) 
15 ■*W/-fr-4-<< )V) Xh + y) "7i-;i/*f-;i/^:fr) gfc$ x 

56) 2- (3- (2- (5 -^f-^- 2 - (4-f'j7^n^ h^>7xx 
**-<f-y-*-4— f *) x^y) 7xx^fWt) 

57) 2- (3- (2- (5->f-;U-2- (3, 4, 5-MMh*v7x- 
;w) t^-9-y-;i/-4--f ;w) x^y) 7xx;Mf^ft) gfc®, 

20 58) 2 - (3 - (2- (5-j*f-fl/-2- (4 ->f-;i^*7x^;l/) rt^-tf- 
V-;U-4-'f;l') -i-h*v) 7x^WW^) ft®, 

59) 2- (3- (2- (5-^7-^-2- (3 -- h 0-4 - *T)V7 x. =.)],) 
*W/-A'-4->fJI') xh^y) 7xx;MfiVf*) IfcSL 

60) 2- (3- (2- (5 -^f-JU- 2 - (1, 3-y^-+-9->f >^>-5 - 
25 **-tv*-/w-4-'f ;w) x^y) 7x-;i/) 

61) 2 — (3- (2- (5-^7^-2- (3, 4, 5-h'J^h^V7xx 
*0 **^V*-;U-4 -J >W) x^y) 7x^*) 
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62) 2- (3- (2- (5 2- (4 - h'^^tn^ h^v7i- 

63) 2- (3- (2- (5-^rt"-2- (2, 2-v7Wn-i, 3 --7 

mr/r/-5- r ;u) ***:/-*-4 -^^) ^kv) 7x^;u) 

5 ft& 

64) 2- (3- (2- ( 5 — > 2 - (4- H^/l^o^^u^-*?^ 

65) 2- (3- (2- (5-^^-2- (4 —77/ 7i-M ^-^V- 
;i/-4--f;i/) Xh^) 7i^fl'>f)l'f*) ft®, 

10 66) 2 - (3 - (2 - (5-^f-JU-2- (4->^OA^^>ji,7x-;l/) * 

67) 2- (3- (2- (5-^^-2- (4-v7W^7x^l/) * 

68) 2- (3- (2 - (5 ->f-;U-2 - (ft7x 7- 2 — f AO 
15 xh^ri/) 7x-;l/) ftifc, 

69) 2 - (3 - (2- (5 - {77>-2-4 )V) ***)rV-fr 

xh^y) 7x-;W) WMLs 

70) 2- (3- (2- (5 2- (tfV V>-2-Hfr) 
ju— 4 — f ^v) x^y) 7xx;H 

20 71) 2- (3 - (2 - (5 -^f-^-2- (4-^f-^-l, 2, 3-f7y 
TV-*'- 5 -4 AO *^r-9-y-;i/-4-^;W) x^y) 7xx;l/) 

72) 2- (3- (2- (5-^f-;W-2- (2, 3, 5, 6-fh77Hn 
-4 -*?-A7i-A0 ^^^V~jW-4— f^) xRy) 7x-A) 

73) 2- (3- (2- (5-^f-^-2-v*n^*v^**^V-;u-4 - 
25 4*) x^y) 7xxf) 

74) 2- (3- (2- (5-^f-;W-2-v?tt^>?-;^*-9-y*-;l/-4 - 
4;i0 xh^» 7xx;p) 
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75) 2- (3- (2- (5 2- (If 'J zSy — 3—4 )V) 

76) 2- (3- (2- (5-^f-^-2- v>- 4 --f ;U) **-9-7- 

5 77) 2 - (3 - (2 - (5 -^-^;u-2- (4-^f-;nf^yy>-i — 

78) 2- (3- (2- (5 -^f-JU- 2 - (4-^fW7i-;P) 

79) 2- (3- (2- (5->f^-2-i'^D7 , n^tW-^-4- 
io >f/u) x^y) 7x-;i/) 1M& 

80) 2- (3- (2- (5 -^f-^-2 - V>-2—f JU) 
4 — i )V) x^y) 7i-^) ft®, 

81) 5- (3- (2- (5-*f->w-2-7*-;w**^y-;u-4--f;i') 
x^y) 7i-Jl/) -2, 4-f7v*'Jy>yt^ 

15 82) 2 - (3 - (2 - (5 2- (3-h'J7Wn^ F + y7xx 

;w) *w/-*-4->f>u) xk-» 7xx«/) ft® . ^-^jc*-f;v\ 

83) 2- (3- (2- (5 -^f-;i/-2 - (2 - h 'J 7^to^ h^>7x- 
/U) ^^r > 9-V*-;U-4 -4 )V) Xf + y) 7x-Jb) Sl^f^f^ 

84) 2- (3- (2- (4-^^l/-2-7x-W^'/-;l'-5-^^) 
20 xh^y) 7x^^) fti'^f^f^ 

85) 2- (3- (2- (5 -^f-;U-2 - (3 - h V7JVtn^ f^>7xx 
)V) **yrV-fr-l-4fr) x^ y ) 7x-;i/) ft®, 

86) 2- (3- (2- (5 -*^-2- (2-fV7^Dy F + y7x- 
;i/) x^-» 7x^;w) ft®, 

25 87) 2 - (3 - (2 - (4 -^^-2-7x^^7-^-5-^) 

^Kv) 7x-;i/) ft®, *fctt**tf>0**afc 
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Sequence Listing 
<110> 0N0 Pharmaceutical Co., Ltd. 

<120> Carboxylic acid derivatives and medicines containing the same as the active 
ingredient 

<130> ONF-2923PCT 

<150> JP 10-058444 

<151> 1998-03-10 

<150> IP 10-087560 

<151> 1998-03-31 

<160> 3 

<210> 1 
<211> 85 
<212> DNA 

<213> Artificial sequence 
<220> 

<223> Enhancer sequence including 4 times repeated Gal4 protein response 
sequences 

<400> 1 

tcgacggagt actgtcctcc gcgacggagt actgtcctcc gcgacggagt actgtcctcc 60 
gcgacggagt actgtcctcc gagct 85 

<210> 2 
<211> 9 
<212> PRT 
<213> Unknown 
<220> 

<223> Nuclear localization signal derived from SV-40 T-antigen 



1/2 



WO 99/46232 



PCT/JP99/01134 



<400> 2 

Ala Pro Lys Lys Lys Arg Lys Yal Gly 
1 5 

<210> 3 
<211> 9 
<212> PRT 

<213> Influenza vims 
<220> 

<223> hemagglutinin epitope 
<400> 3 

Tyr Pro Tyr Asp Val Pro Asp Tyr Ala 
1 5 
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